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(57) Abstract 

Drugs comprising compounds (I) represented by general formula (1) or salts thereof combined with emetic drugs wherein the ring M 
is^a heterocycle having, as the partial structure Y<. -N=C<. -CO-N< or 'CS-N<; R" and R** are bonded to each other to form the ring A. or 
R' and R are the same or different and each represents hydrogen or a substituent of the ring M; the rings A ^ B are each an optionally 
substituted homocycle or heterocycle and at least one of them is an optionally substituted heterocycle; the ring C is an iSptionally substituted 
homocycle or heterocycle; the ring Z is an optionally substituted nitrogen-containing heterocycle; and n is an integer of 1 to 6. The 
compounds 0) or salts thereof are useful as antiennetlc agents. In particular, they can rapidly and safely inhibit even at a small dose emesis 
induced by emetic drugs. 
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^ m m 

5 M't" ' mmt^m \zt^xmh ^m-fsLumm -c* , 
^^m^\zMVT^-mimmti'^ts\,^Tn(Dm^n%mtA\kiifim<bt^xm^^^ 

Z.tii^(o, a#OQ0L(Quality of Li fe) ^ffiT^it'SlSBtPjC-pTl'iSo 

T3}?^;i/>'-r >tti§efeii#©rf >>J?5^>y*;^:f±laje^tg^^*3fe#•r 
^►f^ffl*t^g#snTE^3^5. ^(Dm^^m^-^tiTi^^ h(D<Dmf}±rj:^<Dm^ v < 

^<^^'^-^iz'Di,^T'hm^mt^7!}mfDnx^^^mK^tf£^(Dw\i¥m^-t6^iznm 
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i^^. MSBtt. mi^mm -x = Y< tUT-N=C<. -CO-N<^^\t 

10 ^cv^. 

^^^M «<i Rtf^ffl * ^<»;&t^^-r -5. m}± \zn lxim:< mm t? $ -a mm ^ 

«l#^-r 5 z: i €r s w t fc® T?» ^» 
15 *^B^#^«, ±IB^1tf'®^^SP^SS^a7^ciSm. #M^9 - 2 6 3 5 8 

•; A Ti m I z N — 

X^^h CITS -set ^^tH L . en {c:So'liT*^§g i^:^^ L 7t , 
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l^^, Mm\t. ^i^mm -xz=: V< i:UT-N=C<. -CO-N<*fctt 

X^-^tl^it'^f^Cl)^ft\t^(Dm.tm^i^m^^T^mmt^m^^iDii:Xrj: 
CD J\ny>m=F; 

(2) (i)t Ko=^-£>;|.S. (lOC,_eT;i.zi:^S>S. (iii) c 

(iv) (v) C^.^T'^JUT^/^. (vi) ;^>;i/7K^->;i/S, 

(vii) :^hnS. (viii) ^/-X«S?-C,_gT;i/=^;UT5/^, (ix) 
~Xitz^-C,_->i^nTJU^}\^7^ym. (x) Cg.^.T'J-^UT^y^. (xi) 

'hMfrtnrc^T-amT^ i --sm-^/uxi^^x'h^i^ 5-9 ^(Dm^T^ym, 
m^^imf3.\,^L3m^ts5xit6M.<D^wmm^mm. cxiii) ^^ik^^^^ 
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^t5 5U\^^L9M<D4¥^mmmm^m, (xiv) C ,.^T)U^JV7.)]^7i-^ZL)\.T y 
(xv) C,_aT;P^Ji/-;^j;i.^-;i/:t^>'S^j:yr (xvi) ADy>i^^;5i^ 

(3) ADy>{b$nTv»T'bJ;ViC,_6rjP3^i^s. 

( 4 ) /N oy >'ft; $ tlTViT t> J: Li C , _ 6 
(5) C3_,o->i:7DT;Vr^;pS. 

(7) c,_,T>-;i^T5ys. 

(8) C,_^Ti^JU^^iy^, 

(9) t h*n=^-^;i.s. 

(10) -KdS, 

(11) i^rym, 

(12) Tsys. 

(13) "ey-xiti^-c^.^TJU^jUTS./^. 

(14) Ci_,7JWUT?Bjfe$m:i.iT'bJ;i'i. s^i^^e^^ttc^^M^ijcfccx 

(15) c,_a5';i'4^ju-*;u/}^-;i'Tsys, 

(16) c,_BT;^=^^;^-x;^7^^-;^7 5/^. 

(17) C,_eT;P34^v'-:^j;i,iH-;i.4. 
(18) 

(19) Ci_eT;u4^;i'-;*;;p^t^-.;^S. 
(20) 

(21) ^:y-xttv?-c,_5T;t'^;u*;i/nt-i';p£, i5j:c)J 

(22) c,_67;p=^^;i/x;U:t:-jus 

(1) Apy>0^, 
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(2) (i) h Kd 4^ iiiO tDU^-^iyJVm, ~h 

□S. (v) -x«i^-c,_6z;u^;i'T5/g. (vi) c,_g7;i'^;u-;^ 
;P5}^-;i/^^^->ai5cfcZJf (vii) ADy>if[^;&>^ii«nfe 1 ~ 5©0Sj^S$^ 
UTtiT cfc (ri c 1 _ g 7; WP-S. 

(3) ADy>-fk$nTViT'bJ:Vsc,_6T>n4^$^a, 

(4) A□y>^t:$nT^iT'b«^:^'iC i_g7;Wi/9^::i-S. 

(6) c,_,y'»i^7 5.ym. 

(7) C,_3T->;i'^^«>», 

(8) t KD^>';i.S, 

(9) -hDS. 

(10) ^T/S. 

(11) 75ys. 

(12) ^y-xJSi/-c,_47;i^^;i/T5/s. 

(14) c,_g7;u+;i^-:^j;i.d?-;U75y®, 

(15) C,_^7)U^Jl.-7,JV-;H^JUT5.ym. 

(16) Cj_6T;pn^x-*;i.3!jf-;i.». 

(17) *JV7t?4^>^;i.s, 

(18) C,_^T)U^)UtlJl^z^jm. 

(19) *;w\*^-r;i/S. 

(20) -Xiti^-C^_^7}l^JU:^JW^=E-(JVm, 

(21) c,_a7;u^;i'7^;i.7is-;i.s*5j;r^' 

(22) ^^yS?i>^>jitt*tl^l/j:ViL4l@c^em«TS^$nTtiTfectU(D^ 



wo 00/32192 PCT/JP99/06569 



^ 1 fSnttri i^sm-^tS 5 L 9 ^«)#5^S;^^i^^Sfc«(D 3 ^tVi L 1 0 MO 
(1) APy>0^. 

5 (2) (i) t Hd:^>^;PS. (iii) tf)l7i^=^'»V&. (iv) 

as. (v) ^y-xa>^-c,_6r;i-=^;t'T5ys, (vi) Cj_eT;u^;i^-;^] 

;i.4^n;i.:t^->S*5ckt/^ (vii) /\ay>0^;5^e.MJSn7S: 1 ~5<SOg^S^^ 

(3) APyMb$nTViTt)J;ViCi_6Z;Hi^->S. 
10 (4) /Nay>'ft$nT(/iT*)J:ViCi_6Z;i'=^^;U5^:tS. 

(6) c^.^^vjuz^ys. 

(7) Ci_3 7$^;W:t^xS, 

(8) hHn^^-v;!.^. 
15 (9) J^haX, 

(10) i/T/S, 

(ID Tsys. 

(14) C,_^7)l=¥)V-iJJl'-^-)l7^ym, 

(15) c,_6T;^^;^-7.;^J^^— ;i/T5 ys. 

(16) Ci_6 7;ni+v'-:^;i'ii^ji;u». 

(17) ;ir;Vxf^=^->JUS, 

25 (18) Ci_6r;wu*f;U3!t^-;i'», 

(19) 'fi}vn^^)vm, • 1^ - " 

(21) c,_e7>'U^;i';^;u3j^-;i';fecfc(^ 
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(22) :^^ym^^^Miiti^iu^^i^4m(Dmm&'T^mm-^tixi^T^j^\^^(Dm 
^T^pM^sr 1 mu^^ L 3®^tr 5 za:v» L 9 mo^mm^m^. Q^mmi'un 

(1) AO-Jr-Vl^^. 

(2) /NoyMb^nxv^Tfecti'^c 

10 (3) T5ySTBm^nfcc,_^T;i/^;i/S. 

(4) ^/ -xtts^- c ,_4 7*;i'^jU75 y STrg^^nfcc ,_4t;u=^^;uS. 

(5) ;^;P4^^>^;uSTgm$n;^cC,_47;i/+;ug. 

(7) h Ko^^->;i/S-em^$nfeCi_4 7;i/=^^;p*, 

15 (8) C3_io>'i>D7;i/=^^;i'S. 

(9) -has. 

(10) ->Tyg, 

(ID t HP:^-->Jl'S. 

20 (13) /\Dywt:$nTi^i-rt>J:t^c,_4 7;i/=t^;P5^:*-». 

(14) TSyS. 

(15) ^/-x«i^-Ci_4T;^4^;UT5ys, 

25 (17) c,_4 7;u4^;u-;ir;i/7jf-;UT5y*, 

(18) TS.y:fyjVTti-ju^=¥zym, ' "1^-- ^' 

(19) ^y-xa-:^-c,_4T;w^;i/7 5y*;i'7t^^;i'^=^i>». 

(20) c,_4T;wi';^;i'7^r:;i/T5ys, 
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(21) c,_,t;u=i^^^v-*;I/jJ^-;i.s, 

(22) 7^J\^^JU^=^i^tl}l^7^=.)m. 

(23) tuu^^^u-jum. 

(24) c,_,7;t'4^;v-*;i/Aj?r:;u^. 

(25) C3_B'>i:7n7;i/::^;i.-;^;i^7j^-;i^g. 

(26) ti JW^=E-( 

(27) ^ y - xns^- c ,.^7)1^)1:^ jun^^ 

(28) Cj_eT;P:^;l/7.;i/3jNJlJP^^;ttt 

1 3 iia-^tr 5 L 9 M«5lSSISg : 

(1) ADy>J[^T. 

( 2 ) A py xk^nx J; iri c , „ 

(3) T5ysxw^$n&c,_4T;i/^;i/S. 

( 5 ) ;<3 ;^7}^ ^ ->;us-egt^ $ n/c c j _ ^ 7 

(6) C,_,7;m:^-->-;^7;P4^:::;PSXSM$nfcC,_4T;Wl^». 

(7) t HD:^^->;i^airMm^tifcCj_4 7>>l/4^;p«. 

(8) C3_io'>i>OT;WPS. 

(9) ZlNDS. 

(10) ->Tys. 

(11) tKD+->;i'^, 

(12) /\pywbSnTViTt)J:v^Ci_jj,7;H]^v», - i^-- 

(13) AP'?r>'fk$nTUT'feJ:l/iC,_^T;U=^^;i^5^:rS. 

(14) 75y«. 
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(15) ^y-3?:jiv-c,_,7;u=^r;b7 5ys. 

(18) 75:,f^)V^=.)l,:t=¥iym, 

(19) ^ / - Xtt - C , _ , T)U^)UT S.y^tl e^S. 

(20) Ci_^T;u+;u;^jp5^-ji/T5y«, 

(21) c,_4y;P3:^^>'-*;i/^:^;i,g, 

(22) 77Ji^^;u^^v';*7;i/7j?-;i/S. 

(23) ij)U7^^>^jim, 

(24) c^_gT;P4^;u-;t»;W7j^:z;us. 

(25) C3_5->i7D7;u+;i'-;^7;Uj}^-;i'^, 

(26) *;w\*^-r;i^s, 

(27) ^y-X«i^-c,_,T;U:^^;U:^7;u/\*^:-f 

(28) C^_^7Jl'^Jl^X)Un-^-)l^miiJ:Zf- 

(29) 1 b 3iEg<D/\Dy>-fb$nxviXfc J^iric i_^z;u^;i/ST?M«isn 

(1) C,^^TJl^=3f)V&, 

(2) C2_eT;i^^r-;ps, 

(3) C3_5 7;U:^-jl.S. 

(4) Cj.gi^^DTJU^^-JUS. 

(5) C3_8->^o7JWu-c^_4:7;i^^;^S, - 1^— ^ 
(7) i:hD», 
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(8) >^7yS, 

(9) t Ho=^^*>Jl,S, 

(10) C,_4T;Uzi+vS, 

(11) C,_,t;U4^J|/5=-« 

(12) 75ys. 

(13) =E / -Xiti^~ C ,_^Y}U:¥J17 ^ ym. 

(14) ^^I^™^lc^l^imT*5J;(:;^ffiMM^;&ie»M«ti7t^7^Pl^^^& 1 ~3 

(15) c,_4TJU=t^;i/-*;i/7i^-ji/T5y», 

(16) Ci_4 7;u^^jpx;w^::iji'75ys, 

(17) C^_^7}V:J^>^-tt)V7ii=LJUm, 
(18) 

(19) c,_e7;u+;u-*;i'j}?-;i/S, 
(20) 

(21) -xfii^- c ,_^T;i^:^;^;tf;u;t^<;p«, 

(22) C , _ 6 T)\^^)l7.JUyts-)Um, 

(23) ^i-^Vg^feJitX 

(24) ^^^VS^^^^Jifitli) l;^tViL 5<@cDgM»Tg|^$tlTl.iTt)J;(.i, 
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10 [10} Z^*U *feti2®(D:f4^yST@m$nTViTt)J:l.i5 7il.iL 1 

CI n 

— X— Y< }6t-CO-N<XJ^-N = C< 

•T?S5±se cn mim(omm. 

15 C12D n*n-C2&5±aB Cl] JlfSiKOES^. 

y'ft$nT^^T'bcfci'>5:^5:^iLi om^, 

— x = Y< ;6t-CO-N<X^i-N=C< : 43<fcZ>' 

20 n*<iTd&5±tg ciD mtzmo^mm. 
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-Cj_87;u^;uT5ys. ©Cg.j^^^KTS/s. (Dc,_gT;u=l^;i'ST?sm 

1 L 3 e<^g^SiSr^ LTlriT*> J: Vi e U >?>5!l<£?^4g 
B Si*«(D/N a y >M^. <D/s p y tiTVsT J: C i 7';U=^Jl'S*3ct t)f 

D y >'fk $ tiT^iX t) .i; ir^ c 1 _4 ^v'S, ® c 1 _ 4 TJU^^^^uaTSSs $ nr 
z c , _ ^ 7 f±7K ^sx® 1^ $ nx (.^x J: < ?f V -f b ^ nx ^ i X 

— X = Y< 3&?-CO-N<Xt*-N = C< 

CI 6] R«*5.fct>*RM«^tCM^UXADy>J^Ti5i;t5C,_,T;Wl'»;6^^ 

— X— Y< ;0^-CO-N< 
Xfe§±SH Cl 53 «IE«t©E^. 
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C2 0] zmi)^^ 



C2 ID (9S)-7-[3. S-lfT. {\-Vyj\^:ta?^^)U) ^> 

v^;!'] -6. 7, 8, 9, 10. 1 2-'\=^^t>-tHD-9-^5";P-6. 12- 
S^:r^V-5--7xr:;u [1, 4] i^Tiitry [2. 1-g] [l. 7] ±:7^ 
U>'>1?ftS±IB ClD 

C2 2D fb^'gird)*? (9S)-7-[3. 5-tfX (SU7;U:^-D;*5^;P) ^> 
>^;U] -6. 7, 8, 9. 10, 1 2 -^^itt Kn- 9 -^5^JU- 5 - (4- 
^f^Jl/73in;i/) -6, l2->^:r=^^V- [1, 4] S^yiffcT/ [2. 1-g] 

[1. 7] i-y^'Jz^>X&^±m ClD JiiHilJc^E^. 

C2 3) Ib-^^iCDjO^ (9R) _7_ (hVy)\^^a:A^)V) 

-6. 7. 8, 9. 10, 1 1 -^^-y-t Hn- 9 6, 13- 
i^rr^y-S-^i^;!--! 3H- [l. 4] i^7'/S^/ 12. 1-g] [1, 
7] :f:75^Ui?>T*5±gB Cl] igfBi^OES, 

C2 4] ^k^i^ (9R) - 7- [3. 5 - V y )V:tU 

z^M -6, 7, 8. 9. 10, 1 1 h*0- 9 -pt^^JU- 5 - (4- 
^^;U7xz:;U) -6. l 3 -v^:r=¥V- l SH- [1. 4] i^T^/v-/ [2. 





II 
0 



II 

0 
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C2 5) ^b-^tKOj^^g R) -7 - (3. 5-i>:Ah=¥i^^>i^M -5 - (4 
-:7;|/;tD:7ai-JU) -e. 7. 8, 9, lO, l l -•'\4^1f h KP- 9 -^5^ 
;i/-6. 1 a-v'r^-c^V-l 3H- [1. 4] z^TVi^/ [2. 1-g] [1, 

C2 63 ^b-&;fe(I)d^ (9R) -7- (3, -6. 7. 

8, 9, 10. 1 l-^^^\i\ia-9-^^J]^-5~ (4-y^^)Uyj^ziJ].) 
-6. 1 3-i?:t^v- 1 3H- [1. 4] [2. l-g] [1, 7] 

C2 7] fiip±f^ffl<&wr^^<^;*t$iMm-r*s±gB CI) mv&^omm. 
5±fH CI] m^m(Dmms 

JilH C2 8) TOifccDg^, 

tt>rz±m C2 8] 

C3 3D ^lPiS-^ffi^j^J*t^T^S7t«A':y:«7;i.-C&-5±t2 C3 2) mtS.m<Dm. 

C3 4D ^□^-^ffigj^jd«Piei^^jis«j?j-e*s±iB C3 2] m^m.(Dm.-m. 

Ja:S±f3 CI) JSISife«)Em, 



wo 00/32192 PCT/JP99/06S69 

15 
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10 ntilJfe(/ib6<DSgia:S:5tT. ) 

C3 8D «i!i:f^ffl*#-rsaiife<DiiBi»t**iii$«j-r^^^sria3t-r'5fc8e)0^ 




C iltl'. Mlg«, SB^^m — X — Y< tLT-N=C<. -CO-N<*fc}± 
15 -CS-N<<&^1-^?«I^M ; 

20 C5[|«e^S*WLTl.5Tt)ckVi[p|5SSXa^5S?^ : 
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C3 9] m^f^m^mr^mm^^^^n^^rziti9L^-^tir:im$immiz^ 



- c s - N<^m-r^mmm I 

it'^mw^ti\it^<Dmz\t.K''^^iSR''f)^mzm'^vxA^^mm.i. 





20 
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( OR) - 7- [3. 5-lfX (hU yiU^D^^^^U) ^>5^;H -6, 7. 

8. 9. 10, 1 1 Kp- 9 5- (4-^5=-;i/:7xnji/) 

-6, 1 3-v:^-^V- 1 3H- [1. 4] i^T'/i^J 12, 1-g] tl. 7] 

15 ^sn^^izi5if^'>7.':f^^>mm^mmzM-r^it^^No. so^mf^ 

m6\^y3uVyV\Z-y7sZf'79->^h mg/kg. i. p. iS-^bfci^035P±#:feJ:;yJ 
liiaB±0/N':$' — >Sr:5^-r. ^li#*5=fcD^i'llB±{c^^-r-5'ft:'&#?N o . 3 O 1 B. 

20 2 IhIS-^^:^^^T. 

El 7 1/^;/ h (visits >'Xy^^>^^'tt,%tti3cfcI^')13£PH>f:{c:*f-r§^b 
-^il^No. 3;)3<J:t>'^>^>-tr hD>05 i B 2 MDS-^^:^^^T. 

gI8H::7x^«/ hl;>'7;y^^>^ 5 mg/kg. i.p.g#L;tBf05^n±#i3ckD^ 

25 1 0*54^**5^^-. 

^«I^No. 3©1 0 l|5]MPe^^;^*^-r, 
01 0fd:-^5?^C:fe^t5MTXSI^'l4^i]SDSDtl3^•r^^t:^!^No. 3:tei:rX:r 
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>^>*t hp>(DMPS#^im^^-r= mmit±mt^mm (72mm) ornate 
mi siityniUy hfci5(tst;i/t:^(o. siDg/kg. s;c.)m%\^mmzM-r^it 

tc^ tt S PBtt tens $r ¥l^it ± ^i^^M-eS^ U fc. 

mi 4it^^\zis\,f^u^^s. )^m^ikmf±izMr^.it^mNo. 3:^^n^ 

mi sii^y^izi^n^u^ys. ]^mmiimmzM-t^it'^mN o . si^^zs^ 

it±mmmm\z^i-)-^mf±{EiWii^^mm±mmmm~v7^vft. 
mi 6\t-f ^iz^ii^r^^juy ^ >m^-m^mzM-t^<t'^i^N o . 

mi 7it-(^\z^i-f^77s^^juy^>mmmEf±izM-r^ih^(ig!iNo. 

s/"^>y>-thn>mmik-¥ (cpd.No. 3+ond) izjz^^M^^T. ^mitsm 
^(o±mmmm (>'X^^^>^^'^i s o^m) \z^n^^^^m^:&j:-cfm^ 
f±mikt:^m\i.±mmm^-(^^Lrc (* p<o. 05) . 
mi 9\-iyjiUy hizii!>i-^i^7.y'^f^>mm\^mmmmzM-r^it^<mNo. 
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3Xx4^-y-7^i$'y>#fflfe^ (Cpd..No. 3+Dex) tcfc^^i^^^T. m^item<^ 

mf±m^^¥i^m±mmmm-^??:vrz (* p<o. os) . 

5 3 /:d->y>-fe h P >/7'^^:^^V>mmi&^ (Drugs) lCck'5^:^*^-r. 
*5j;t;:iiEqtlHliSc<fe5pi^M±S2i^^T?^Ufe (» p<0. 0 5) . 
3X^>iy>±hn>yy'^^?t,^V>mmik^ (Drugs) fc:J:5^m^^-r. 

ttriBiC(i)Rt)c (ia)it«, umit. i^^mm r_x — y< j ^lt-n 

bUM^^gP^^it i-X = Y< J tLT-CO-N<X«-N = C< 
rR'fe.fct^R''j iz-0\,iT 

20 umizi3if^mm&R'id^UR*>thxit. mpi^t. /\ny>m^. e^*^ 

25 fc^m/^T, B!^MI!^^^Ct*K>^7^oM^^'^^TViTt>a;l'i5I^T5/«) > T 



wo 00/32192 ■ 
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-T)v^)vt!)vn=E-()vm. r}v^)V7.)Vii^-}vm. -t^^wi-EfimM^n^. 

c,_e T;i'rj^>'^ xhs^-x yajjf^^i'. :fh^'^. -iv^h^^ 

^Jl-'^^^* (;*5^JU^:t, Xf^;P^:j-, :/Dfcr;^^;t, ^^^Jl^^^t. -i'^ZT^JV 
10 5^:^. s - , t - >^5^;^5^:^•fJ: t*<^ C ^ _ , 7 JP^;Uf^;j-S;3; £) , T 

5/^. C,,7 TS^JUTSyS (3l^;i/5;PT5y, 7ir5^;t/T5y, t!:^- 

;^^)U7S.y. JL^)V75.y. rntf;uT5y, -^^5^;i/Z57, 

20 SSII/^^^;:i:a:(?>^5^DM^i£:l~3^@'g■^TViT^)<k^^5~ 

x;i.. trDUi?x;p, ^^iS/'v/'jj?-;!/. e^^/U>^x;i.;3:i:© 5 3?.ti6M<?5^^ 
^ y ft ; tr 'J t! ^ s?;!., e U 5 >>=ijv. hf 'J 3^v^zi;v. hf d 

f^:r7xx;k 7^x;k 5^Ti/-jk -fv^^Tiz-Jk ;r^-y-\/--ju:fcgcot^ ' 



wo 00/32192 PCT/JP99/06S69 

21 



;k -^^^tfb KPt:U5>'r:;k 'v^+f-t: KP trU:5^>^::i;k 7=-h^t:KDt!^ 
5 ::i;k tf^yj-^^Jk 5^h^t Ho5^:t7x-;k h^h KP7^— ;k x 
h ^ t K D *y'J 5^ h ^ t K P < y U -7^ N ^ t K p ^t^iJ-i/ U 
T^h^fc KP-rv=^rif\/'j;u^7:n£o^^5^#:^m^MSfj:i:] , tjv^ax 

xg^;k T'Ptrjk -f y:/ptf;k :/5^Jk -fy^f^Jk sec -y^;k tert- 

rs^g<^^L/XViXt>iViT;Wl/SJ l~4^@aSE©AP 

.fcJ'^Cj.^ T}V^)Vm m^\t. ;>t^;k :^PP;>tf^;k 7;u:rp;»<5^;k 5?:7 
}U:tU)<^j\^. hU^PDj<5^;k K 'J :7;i/^n7t^;k x5^;k 2-::^p^x 

20 5^;!^, 2. 2, 2 - hUi'DDX^^;!^. 2. 2. 2 - h U :7jU:;i-px5^;P, ^> 

^:7;u^px5^;k yptfJk 3, 3. 3- h'j:7;i/:tnyntrjk -ry:/Pt! 
;k 1- {h^Jyji^u;<^;i,) x.^ji^ ■:f^)U. 4, 4, 4 - h U :7;U;rp:/ 
5^;k -ryy5^;k sec ->^5^;k tert-::^9^;Ugfj:<i:OC T;i'^;PS:fecfc 

o:i~5i@ (#ci~3M) mm<Dy\ny>m^7bmmorzc^_^ rjv^jmfji 

25 i') ] , 

^;k -i'y:/D:1?:^^v'^5^;i/. ys^^^s^^^^^k h=^^>'X5^;V', jLh^^z^x^ 



wo 00/32192 
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f^X^^JI/TSypC^^Jk 2- (N-^5^JI/T5/) Xf^;k 2- (N-X^;UT 

sy) x5^;p, 2- (N-;j<^;i^T5y) yatr;k 3- (N->^g^;uT5 y) 
:/ptf;k 3- (N-p<5^;UT5/) :f^jv. 4- (n-p^5^;1/T5 /) y^;k 
2- (N-i^^9-JUy^y) X5^;k 2- (N->^X5^;i.T5y) X5^;US;:ci: 

nype;i^7syx5^;k v'^D:/5=-;U75yx^;k v-^p^v^^^i^^uysyx 

^jm. y 3L-JU7 5. y ;^^jmy3:iz(DC ^_^^->:7 UTJl^JU7 s. y - c 
7)V=^Jl'M) . 

a:Vi5:x«6M®^^«7^y-Ci_6 («fijAf^» tf^us^y^^^u, 

4 ->t5^Jl/t!^U>fy ;»t5^Jk =E)l7i^tJ y y^'^JU. ^^^EJI:^*) y y^JU, fcf'^ 
5i^x;up^f^;i/. 4-p^5^;Hf^^i/xjt/^5^jk tf^^U >'yx5^;^, j&^tt^jiT'j ' 
yx5^;k f-^^i^x;i.x^;U;^ch*co^^5^#:^^t»:Z5y-C,_^ 7)U^)m; 
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5 -c,_6 t;u4^;u») . 

n ^ v-S ^ 1 ~ 5 Migm<^>/^ o y >M^ j&«fi^ U^c C ^ _ ^ 7;i/n ^-S^^cC 
hUi^nn>^ h^v, xh^$^. 2. 2. 2- NU7;P::^-nxh^v'v 2. 

15 2, 2- h'Ji^DDXh^rV, ^>:r :7Jl/:4-niX h^->. >^0>}?^->, -fV^/'D 
J}5^S>, ::^hJ=*^v', 4, 4, 4- hU7;l':rP:^h=¥->, -iVZ^h^i^. sec - 

20 npth^x, h^jy)\^:to?t-h=¥z^. x-h^i^. 2. 2. 2 - h U :7;p;*-nx h 

=^^->, -/a^^i^, ■iV^a:^^zy, rTh^zy. 4. 4. 4 - h ^) y )V-^UZf h 
=t^v. -Yy^^h^^v, sec -^h4^vS/c!:i:;{>«^an^. 

-fu\d)V^^. -fyyotf;!^^:}-, ':f^)v=^^. 4, 4, A-h^)y)V-t 
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ayu\^jV. i^^uy^)V. iy^a^y^jU. vi^a'\4^->;K ->^d:^^5^;1' 

(^ajAt^r, ifpuv^y. t'^Uvy. ^;i^^uy, ^^^-^rji-jj^u ygT'^tif) i^cti* 

Tsysrj:^*) , r7;i,^jpx;UiJ^x;u7 5y«j k:«, mxkt. c^_^ 7}V^ 
;px;i^j^x;i/7sys (M>i«, ^^)V7.)Vii^zL)V7^/ , x5";1'X;u*x;ut 

X5^;i^:^jjuij^x;k tVi/;'3;t.:}?x;i.S7^t<i:) , r^y -xfai^-7;i'=t^;i';^ 
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5^^y-;k tr^v^-;k hU7*/-;k ^:*-7a:>, :7^>, ^tV— ;k -f 

l:f^>> i:^kHotfQ-;i/, 5^hKo-r$:5^l/-;k HP tT^V-jk 



wo 00/32192 
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h*P7 7>. T^h^t FP5^TV— ^l-. 5^h^t KP'ry5^7V-;i/v ^K^t 

LTJt, mxtt. mmm^^mz. *7t«2M^tf 6Mcd^5§=#m 

p H u iS^>? >mfji a) fji Ei>m^ u < , k ^ t k p tr u >f >.sg;a: <jf 

y'^u^'fiy. -><?P'^>5^>, >'^p^^-k>, -^^u^-fj-y, z^cuit^ 

i>p^>37>, ->^D^^^-y->, s^i'P'\y:$'>. yi^n:i-'^^>t3iE) nct'fe 
'>^P7;u*>iLT«C5_5 >'^Pz;i/:^> m^i^. ->i7p^:^it 
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krD-;k -fa^^/-;u. tr7y-;i'. hUTv^-JK 5^:^:7a:>, :75>, 

10 rz\-S. (ii) S^^^WbTViTtjJ:;ti^>-if>^*^^*n^. 

7)\^^}V=^:i-m. 7U-;PS. 7'>;i/7S/S, Ti^;U:^+'>S. tHix*5^;r 



wo 00/32192 
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y'ym> ^m. Mimm'f' i^izyym. ^m^.i^t£^) nj^mif^n^. 

WUTl'^TfeJ:lriCj_5 T)V^)m mx\t. ^5^;k x^;k r^PtfJK <V 
tT'nk*;!^. >^5^;i/. -i'yy5^;k sec tert-:7'5^;PS>^cj:f) 

'J >';i/;rP^5^;k X5^;k 2-yn=^jL^)V. 2. 2. 2 - h 'J ^' □ DX5^Jk 

2, 2. 2- h*jyMa3L^)V, '^>i^7;u:tpx-3^;k :/nkf;k 3, 3. 
3- h'j7;u::tP7'pt!;k <v::^Dhf;k i- (hu 7;i/:tppt^>iu) x5^jk 
4, 4, 4- h'j:7;w;*-p:/5";k -ry:/5^;k sec -:/5^;k te 

rt-:/^;k ^>^)U. ^V^>^)V, ^:t^>^JU. 5. 5, 5-h*JyjV:t 

n^>5^;k 4- hU7;i':tPp^5^;P:/f^;k ^^s^jk 6, 6, 6-hU7;u 

::^-p^4^x;k 5- h'J7;i':tP>t5^;t,^>5=-ji,S7?C<i:;5^^^n5c _ ~ 
^^fcjfSLt/i rgig«&WLTV^Tt>i;ViT;Wt'Sj let*, Apy>'fti$ 

nTViTt)«fcViCi_4 7)V^)l^. mp^\t. pt5^;k i^'PP^^^Jk -jy }V^U 



wo 00/32192 
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2, 2, 2- h<J7;i/^nX^;k ^>:5'7;i/:rPXf";k -/DtfJP, 3. 3. 
3-hijy)V^n-:/u}f)U. 2 - h >J 7JU5*-o^5^Jl/X?-;i^, :/ 

4, 4, 4-h^Jy)\^:tO^^)V. -TV^^Jk sec -:f^)V, tert-"/ 

U:7;i/:taxh^v, 2. 2. 2- h'Ji:7npxh=t^>'. ^>^y)U^ajLh^ 
t/DsJ^^^v-. -rvypjjt^v'. -I/K^^i^. 4, 4, 4- h'j:7;U^n:/h:^ 
i^, -l'V:/'h^->v sec -:/h=^^>'» '^>h=^Fi^. ^^z^}l^:t^>'^f3:i£^^^^ 

=i^->a, xtti~3MM©APV>i^^d«e^^bfcc,_4 rj[^:3^->m. m 

XU. pth=^^>', v7;w^P;>t.h^v', hU:7;W:rppt h+v'. Xh^v-. 2. 
2, 2 - h'J7;i/:rnxh=i»^'>, :?'D7}?^>'» -fyyp:}^^>'> :/h=^s^» 4. 

4. 4-h*)y}]^:tDZfh^iy.^'J':fh=¥>^. sec K^v'ST^t^d^-^^n 
20 -S. 

4, 4. 4- hU-7;P:tP:/^;i/f=-:t, ^l^'f-A^rtV 



wo 00/32192 



30 



PCT/JP99/06569 



system, fiaj^t^, M^iE^w^icismM^, mnm^tiE<f>^7-um 

\z\-$., mx\t. Ci_4 y)V^)v-ti)Vis^=.}vy^jm m^^t, yt^juys./. 
zfu\d-t-}\,y^y , -f^^))vy^ymtx.E) . y)V^)V7.)Vii^^)Vy^ym\z 

x;usic«. c,_6 7ju^;u-*juzKx;i/^ (^^ti, Ji^juaji/. 



wo 00/32192 
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viTfej:<, m^ar. Aoyw:r> (mf^r, c 1-, Br-. I - U^) , 6^ 

ibu^m^m. m^it. ^ (a-d 




(A-1) 
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:tP;»^5^;K hU^DD>C5=-;K X5=-Jk 2, 2. 2 - h U 7;U:^OX5^;k 

=^^->, 2, 2. 2- h'J7;U:^PXh^i>. ^>:^ :7;U;t-PX 1>4^ 
^•TD , Xit-^ (A-2) 



;K 'TVT'PlfJk hUr';l^;rPj>t5^;k hUi?'PP:<g^;k x^;k 2, 2, 
2- hUr7;P^ox5^;k '^>^:7;P::^-nx5^;uS;5:i*) . ^fc^APyxK^r 

h U^rpnpt h^j/, Xh^t^i/, 2. 2,. 2-h^J~7)V:^u:i.h^zy. ^>^7 



^JdT, ;>C5^;P, h'J7Jl':i-Pj>i^;K h U 5^ P P j>C5^;k X5^;k 2, 2, 2- 

hU:7;u:tPX5=-;k ^>:$':7;p:i-px5^jk <y7'PhfJi'»?^tt') ^^-TD "C 
^*3$n«)i^5^si (#{c^>-tf>^) 3fet*>^>t^£n^o ■ S—"' 

^tc. mmmtLxit. m^it. ru^ (a-4) 




(A-2) 
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(A-4) 



15 (4) A^ ^v\ny>mf- m^it. -y^m. mm^.'^fsiE) , 



wo 00/32192 
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o:. oc. oc. oc. oc. 6c. 
"oc.-oc. cx.^X. gC. 




(A-5) 
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« ,iSc.,0:.»'-CiC„,j?x.„,o: ■ 



(ii) 



(iv) 




(v) 



H 

f' " 



N — 



(A-6) 



ttc,_4 (^ajTit^. x^;k 7°otf;i^. -i-v^Dtrjus 

mXit, C1-, Br-. I- U^) , ?5Sm<:*->X«t KP=^W^>;&t'«!: 



wo 00/32192 



PCT/JP99/06569 



Ci_4 T)v^)\^m mx\t. ^^)v. x5^;k yotr;k <vyptr;i/S?^t*) 
^fs.^mmm^. m^\t. ^ (b-d 



;i.n:^->'a^^-rj . s^te^c (b-3) 
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$e.tc:^fSLii|ii^sg(c«. (B-4) 



5 




(B-4) 



10 




(B-5) 



Uy)V:^ujL^}V. 2. 2. 2 - h Ui^npx^;i/, i. i, 2, 2-7^h^:7 
;u^px5^;k ^>;S':7;u;rpx^;k :7'ptr;k 2, 2. 3. s-xN^-y;!' 
20 :*-pyotr;k -f y7'Pf;V^;^j:i:75«^Sn, APd?*>'ftl$nxViT^J;ti.G-iJ" 

h^^rv, Xh + v, 2, 2, 2- hU:7;i.:^DXh#>', 2. 2. 2 - h U P 



wo OD/32192 
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>^ yo7l?4^->. 2. 2. 3, 3-y^h^y)V^nzfa^^z^. -iVZfa^^^i^ 
<t^;a:^>if>»t::i4, m^i-£. ^ (B-6) 




(B-6) 



(1) , B2 . B' , B^ . B^ ^^m" X«fflSfj:oT, A 

(2) , . , B^ , B^ ii^ZSB^ t^. PI— X^ifflS?ioT. A 



wo 00/32192 
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py>'fb^nTViTfccfcv^Cj_4 7;u=i^->s (^Jx.t^, ^h^-x h'J7;u^ 

(3) . B" ^3j:tjJB» /NDy>M^ mxit. yym. mmm^fsi 

5 (4) B^'^lfi'yymm.T. 

(5) B^^J^^C,., r)V^)\^m mX\t. ;<^;fc'S>^«!f) . 
(6>B^*fcttB»";i)«bHo:^->Tam$nT(riT'fci:lriCi_6T 

10 LVigj^^^#UTViT'bJ:t.^-^>tf>mtUT«, TISSC (B-9) 




(B-9) 



myim^i^mmmmm\zit. mxit. ^ (b-io) 




(B-IO) 



20 'vm^ti^mmmrj:ei}^'^^n^o 
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(1) AM:fei:iyfB^©-5^Vim25w;^: c,_^ 7)l=^JUm m^it. 

mp.it. yf^ji^y. \^^i^>, ^^7x>. -r-h^t Katr'jv>, 

p^5^;k hij^DPpt5^;k x5^;k 2. 2, 2-h^)y}V-^ujL^)V. 
y}\^-^uxj^)V. 2. 2. 2- hu^'DDji^^;!,, yphr;i/, <y:/p tr;^^/^: 

iif) *3J:t5/\py>{b$nTt^T:t)J;^iCi_^ 7;i'3^5^S >^ h^^^v-, 

Y^)y)V^u:kY^l^s hUi'PPpt h^->, xh=^>^. 2. 2. 2-hUyJI^ 
^PXh^v', ^V^'^JVPi-PXh^^^e^, 2. 2, 2 - hUi^PPXh^>>. rf 

(2) pm^^is^^<T)o'^\^'tnt>^-:fi : ^^M^mtc^^M^*5J:z:m 

(^JAtf. tf'Ji^X t!^>;>, 

/\pyMb$nTViTt)J:t'iC,_, t;!.^;!.^ K'jyju^fp 
pt^;k hU^pppt5^;k x^;k 2, 2. 2 - h u 7;^;^-ox5^;k ^^r^' 
y;i.:rpx5^;k 2. 2. 2-hUi7DPx^;k yptfJk -f V y p tf 

KUr^JU^P^ h^v', hUi'PDpt h4^>^, Xh^v', 2, 2. 2-hVyjV 
^oxh^v'. '>^>i5^7;i^;fDXh^v, 2, 2. 2- h'J^PPX-h^'^rV 
P^^^^^'X 'ryyp^4^->*;5:<i:) j5^C>jlt^nfcl~3<H©M^gTS^$tlT 



wo 00/32192 
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>if >^T35 ^ cow* L ti. 

^a'^>7^>, 5^i>a^^-lr>, v'i'D'\:/^>. i^i'n;i-^7^>7^j:i:) . Cg. 
jo^-^dt;U:^> >'i^D>^^>, 5>^7no^7>. ix^n^^-tJ-^, 

^Jk h^JyjU:i-n^^)v, x9=-;k 2-yD€:X5^;k 2, 2, 2-hU:7;l/ 
:^-ox^;k A-7;i/:tDx5^;k r/nfcfJK <y'^Dtr;K 3, 3. 3-h'j 



wo 00/32192 
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\f.)V. 'y^U-:fj-}V^ zy^U^y^)\,^ z^!7U^^zy)V^ i^^O^r^^Jl, 

^QD^h^i^, h'J:7;i^:topt xh^5>, 2, 2, 2- h'Jyji^tta 

X5";v5^::r, hfji^f^^j-, < v :/p tf;p^^, 
sy. x5^;UT5y, ■:/Ptr;P75y. v>:^^}VT^/, i^jL^)]yT^^mt^E) . 

p^?';PT5y*;P4?n;i.:t^v, x5^;^75yA;^^i<zl;^:r^^ 
>'^5^;U75y*;i'3Kx;p:^^->, >^x5^;i/75 y*;P/i?xji/^^->;^i:) , 
Ci-4 7;p^;i/;^;i'5j^:^;j/75y» mx\t. ^5^;U7»>P*x;i^Tay. xf^;u 
x;i/jf:xji/TSy. :/p tr;i/;^Jl'5j;x;pz5y»nti:) > c^_^ 7)^:3^=^— tj 
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S) . tJ)U^=^zyJVm. C,_g 7J\^^Jl'-ti)U-^::z}].& m^it. ^^JltlJl^^ 
X5^;^;^7JW^*^:•1';^, r^at:>H/*;i//tqE'i';t/, :r9^;u*;uAq&^;i/. v^x^^;!/;* 

UJk -ry5^T^/u;i/, i'5^\/u;k tr^\/u;k i, 2. 3-^4^-y->?7y 

'J;k 1. 2, 4-:t^ifv7\/U;k 1, 3. 4-^=lr-tJ-i?7»yUJk :7^if 
::i;k 1. 2. 3 -5^75^7 VU;k 1. 2. 4-5^7>?7yj;k 1. 3, 4 
-5=-7S?7V''j;k 1. 2. 3-hU7yU;k 1, 2. 4-hU7l/>J;k 7" 
•h^'/U;k tf'Jx;!/. b?U:5^i?x;k kfU5 5^r^;k tr^S^xJk hU7>?x 

l~3fS@g[0DAa^>'ft:$nTViTfeJ;ViCi_4 7;i'4^;WS (^H^JdT, ;^g^jk 

^5^;k h«J^DD;>t5";k hU7;i/^op<5^;k x5^;k 2 -::/D^x5=^;k 
2. 2. 2 - hU 7JU^PXg^;k A— 7;U:tPX5=-;k 7'Dfcf;k -rvT'Dtf 

Jk 3, 3, 3-hU7;u:tni:rDtr;k -^^JU. s-:/5^;k t — :7^5^>-,-vf ^ 
-7;i/:tP7'5^;USft£) . xho», t Kn^->>;u«. AD^Wb^nTViT 
t)J;ViCi_g 7;l'P=^-->« m^lt. p^h^-X >^7Jl/^0;>^ h^^-v, h'j7;u 
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hJ^^J^, -fU-^^zy^ -YVT'DtH^v, 3. 3. 3- hU7;i/;J:D7'0 7i?:^^>'. 

2->i5^;PT5yx5^;k 2 /x^;p«;5:a , qEy-x«->-- 
Ci-4 7JU^JP75/S («aj^Jjr, X5^;U75y, >?;<^>il'7S 

< b tins . 

;k 2. 2. 2 - h 'J i7 p DX5^;k 2. 2. 2~h^)yjl'7i-a:i.^M n-y 
fb$nT«.iTt>«fcuc,_, 7;i.p=^'>g (M^tfi, ^h^'>. hu:7;u:j-ppt h 

^v'. Xh^^i^, 2. 2. 2- hUiJ'PPXh^^i/. 2, 2. 2-K'j7;i/^P 

xh^£>, A'-:7;i.;fpxh^s>, :/P!}^=^^->Sj^i:) , e^-c^.^ tju^jut 
sys (Mx.^^, -:/>^5^;P75y, 5^*x^;ut5 y^rj;.!:) , c,_3 T'»u^^ 

y^^JW h*)ifuu^^}V. h'J7A;f pp^5^;k X5^;k 2-yD^:X5^;k 

2, 2. 2- hiJi7 0aX5^;k 2, 2. 2-K»J7;U:tPX^;k 
^'X 2, 2. 2- h'Ji7PPXh:^'>. 2. 2. 2 - h U 7;l^^PX 
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mxit. (1) y^jjw 5^x-;k trDu;k ■i' v?f^ii-yu;k 

5^7\/u;k -fy^yyij;!/. -rs^j^yujK t!^^/u;k i. 2. 3-:r^-t^ 

f^T\/U;P, 1, 2. 4-:^=^^+l-5?7V''JJk 1. 3. 4 -:*-^if>?T\/'J JP. 
r'^-tJ-*=;k 1. 2, 3-5^Ti?Tl/';;k l, 2, 4-^T5^7l/U;k 1, 
3. 4-5^T>'TVU;k 1. 2, 3-hUTV^U;k 1. 2, 

;k ^h^yj^k tf'J5^;k tfuy>?:^Jk tr'J5i^-;k tr^e?r:;k h 'J 

(2) ^>V:7 -f y^>y7^::i;i', '^>y Cb:i 5^x-;k -OFU 

'ry'r>Hu;k iH--r>yy'j;k ^oy-rsyyu^k ^>y^^=^if 
yu;k 1, 2 -^>y^ v^4^-tfyij;k ^>y5^Tyu;p. i. 2-^>y 
-fy^^yyujk i H-^>yhUT^/u;i/, =*^yu;k 'ry^yu;k -»y 
u— ;k ^:^-yu-;k ^^/^-ttu-jk ^rJ^^j^-ju, :^79^Ui?— ;k 
x;k 7'^U>'x;k *;w\^y'j;k a-*;u*t^ux;k /3 -;^j;u#U— ^k r 
-*;i^sH>J-;k Ti?Uv?x;k ^i/^^ifv'x^k :7i/^T>'x;k yx:^ 
i?— ;k yx/^^-tJ-^^-f-jk ^'TVM^-jk yx:hhU>?-Jk yx:^ho 
U-;k ^>HU>?xjk fcfDo Cl. 2-b) tf'J^r>'r:;k tr^yp Cl. 
5 -a) t!Ui?Jk Cl. 2-bD tf U rS'S^:^;!/, -f5^y (1. 2- 

aD tfU5'^-;k 1. 2. C4, 3-aD fc:Ui?;k 1. 2. 

4 - h U 7yP C4 . 3 - b] t: U i5^>7n>U;^ci:<D 9 3<Ctt 1 0 

^^^^ » ^ ^1 J 

(3) :*-4^*>^x;i.. y-bf^v?-;!-. ^x^-;k kfoUv?— ;k 
7^h^tHo7U;k t:'^u>^;k xh7fcHDtf5-;k ^;i/5iNU-;k 
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£^-;k 4^y»j;k •i'y+yu;k 5"TVu;k ^7>?7Vu;k 5^:t7x:z;i/ 

Tf2^ (C-1) 




(C-1) 



)U:t=¥'>m^rcii\z\'n^>-j\^m^^T: . Sjt^iTia^ (C-2) 




(C-Z) 
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J;t)*f *LtiC5iti«, m^lits mi&^ (C-1) S:tJC (c-2) {3*5lr>T, ~ 

(1) . C i3ctz>*c^ f)^. m—^itmmt<^-oX. J\ny>m^. /np^ 

10 7';i'rJ4^v'», 

(2) C , :fecfct;JC3 7&«, m— 3?.(i+BS7^J:cT, AD^>M^*fc^iA 
Dy>{t:^tiT5.5Tfe=f:V5Ci_4 yjl^JV^. 

(3) C» , ^J;CXC3 l^-XtttiSncoT. /\ay>^.^. 

(4) , ^'itJCC 3Z.ttffiS;^CoT, /\aif>it^tlXl^X 
15 feJ:lriC,_4 7)V^}Vm, 

(5) C .X iSeblXC ISl— X«tBS/j:oT. Any^-ffc^nxtiX 

(7) c* ^±t/tc= ifi. r^— xttfflS;5:-Dr. ADy>ft:^nTViTt>ii'^ 

20 Ci_4 7)l^)m. 

*tif3^^ (1) ~ (8) {c*5ViT. rADy>fb$nTViTfecttiC,_^ t;i^ 

$e{cSf*LV»C^iUTtt. 0iJAti\ Wfa^ (C-2) fc*5t5T. ii^fctP^ 
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(b) 43J:c;c6 iim^m^F. 

(d) c :feckutcs (Dz>-^-':^i)^:^h ftfe:;&dn h=t^->- 1 

. (e) iSckJXC" ;i>^hU7;P;^-D^5^;u«. 
rz^j tcruv^T 

LTJi. m'^<Dm^^. m^i^. t;wi^S. (fisjAts. :/Dtr 

;k -i'v:/Dtf;k :/5^>»k -rvt/^^Jk sec tert-::^5^;us^t:t*o 

1-6 (Dm.m^^it^^^T}]^^)u&. If?* K 1-4 <Dmm^ 

:/D^— :/7^x;k -fvy-?^— ;k sec -:/7=-r:;i'S;ftt*a)^3!iiBc2~6<^> 

x5^n;k yntfx;k -TvyphTxjp, :/5^x;k -ry:/5^zi;K sec - 
zT^zzjvm^fi acD^mw^ 2 ~ e ju+x;i/S. * l. < it^m^ 2 ~ 4 

2-:^:75^;^. T>h'J;k 7jctJ->hU;PS7^<i:0^*ic6~l 4(757 u-;i' 
T/S, \lYu^I^)V^. Ci_4 T^Pp^^^v'S (0y^(i, XK:^^5>> 
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.2m\Z\±. TIHiC (Z-1) 
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-fsyT;u^^>») $e.i'ifFSUViDi3«. ^ - (ch^) 

c^^. mni~7) -e^$n^7;u=¥u>^. ^ -o- (ch^) p- (^4^. 

p«l~7©SiSc) -^^-^M^^^'^r )V^\/>&^ ^ -NH- (CHg) 

$ nr vi-c J: >i 5^ >S75^'a . 

>s, #(c>c=o-e*s. jifsu^/iz^tcifi. m7^\-t. tib^ (z-2) 




(Z-2) 
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(I) (la) ICOV^T 
miH-flSiC (I) jatX-i©^ (la) T^^n-S^k'S-iKlfCiSV^T, WIB rM^J 

r-x— V<jrRaj TRbj TA^J fB^J TCSJ TZgRj 2fcrX Tnj <^ 

m»^t)-B:«4^JcMI$nT» 3SSJ::m*'&*p-e-Sc:<»:lcJ;0{b^#j (I) , <la) 
6 $?*LVi^k-&<6!j (I) . (la) \t. WfBiffSLtilgtSlO TM^J 

r-x=z= v< J TRaj TRbj faisj tb^j tciSj rzssj 2fclA Tnj 

m^^tDii:^ ;i tie J: D^lg$ns. 

Hfils-jSiC (I) , jKiC (la) •vm^n^it'^mo)^-^. $f^LWb-&<fe 

Z^<£:fll^SD;&<- (CH^) (mJi 1 ~ 7 ©SfS:&^-r> X«-0- (C 
20 Hj) p- (ptti~7©Mi^^^-r) : 
Z^<&^J5)c-r'5E*«>C=0 ; 

— X = Y< 3&S-CO-N<Xtt-N=C< : 
±IB r5Xtt6Mfl)«^ISj tLTft, «s|;JLt?. tfUy>. tf^v^X fD- 
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n, M^mizit. Amtvx. mm^ (a-s) -^^•^n^mmmtji^ai^mvfi^.n. 

B^tLTfi, WEit: (B-7) (B-8) , mZwifi^ (B-10) •Z?a$n-5'^>'fe*> 

;k ypfcf;k 3. 3, 3- h'j7;u:^-pyDh!;k -Tvyatrjk 2-h'j7 
;p;ro^5^;wx5^jk y^^Jk 4. 4. 4- hU7;P:^a:/9^jk -ryy^^jk 

h^v-, 4. 4. 4- hij7;P::^P7*h^>'> -fy^h^^v-^ sec -^'h^i^, 
8912—^^ (I) , (la) tfa^ns^fc-^ifec^^Sv fi^SLVi^k-g-i^ 

m.(o^mm. mA.\t. TSBit (a-7) -e^^n-s^tsiii!! ; 




(A-7) 
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Zm^mmt^Di)^- (CH2)„- (m«l~7 0Sjg::&i3^r) Xit-0-(C 

Z^^«|^f'5E;&t>C = 0 ; 
— X=Y< ;eit-cO-N< ; 
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— X=Y< :0t-CO-N<Xfi-N = C<-e^D. 
<t^m (I) RZS (la) 0-5-&$?^LVi<fc^i^fc«v ^J^tf, Tta-j^SCT^^ 



^b-&<a (I) (la) o^-fe^^{cif*HriYl:-&l^{c«. -^jAti> Tie-^^ 



(5^:4", mfll~7(Dm. •e©ii&(^t2-^ttHuf2i:|^Jc^l?a5^)) 
mfi 2 ~ 5 O^iCTjijif ^ b 

(I)/\Dy>M^. (iDCOhKn^^v-S. (ii)C,_6T;Hi4=-vS. (iii)C,_, 
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m^r^/m, (ix)Ci_,T;i^^;u:^;uii^:i;p75>'». (x)Ci_6t;1'=^;u-a 
}v^zL}V:t=¥i^&:i3^zS(xi) /\ay>m^A^ihf3:^m^^^mi£n^ 1 sm(Dm: 
m»*w bxv^ T t) J; iri c 1 _B (i 1 1) c i .g 7;i'+;i'Te*fed nxvi 

^(vi) t y c 1 _ 6 Tju^jv:fj ;i^A*t-f 6 e> jS^nss 

BM*«(i)h l<n^^v'^-riBg|^nTl.iTfeJ:V>Ci_BTJU=t^;i/S. (li)Ci_6 

feck (i i i) c J _ , 0 ZJUn =1^ e e. j§Jiti5 1 ;^ Vi U 3 i@<DS^g 

Mie^ (I) RtJf (la) X^$tlS{b^!^ttli&JI^^LTlriTt)d;<, ^tlHi^m. 
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-t^m^ii^&^i!)^, ::(DJ^z>fSim^i^hit'tm (I) &ZS (la) J!.it^(Dmz^m 

jU4T»C^k-&ife (I) RZS (la) {C^^n-SYb^i^CD^'Tfiffibl'i'btD&TR-ro 

(1) 7- [3, (hu >';i':tDpi5^;i/) >;>-:;?;i/] -e. 7, 8. 9 
-■7^h7bHa-5- (4->t5^;i/7m;p) -6, 1 1 ->?5r^^y- 1 iH- 
tf^v^y [2. i-g] [1, 7] :^-p'g^u>»> {JB^T> 'fl:-&#7No. i tmSfi; 

(2) 7- [3, (N'j7;U5fD^^;i/) 'Oi^^U] -e, 7, 8. 9, 
10. 1 2-^4^-9-kHo-5- (4-^5^;P7a:-;i/) -6, i2--:/:r=^y 
[1, 4] S^Zift:/ [2. 1-g] [1. 7] :^7^U>'> mT. 'fb'&^N 

o. 2 tiis$!p-r^«^*«^^o ) 

(3) 7- [3. S-tfT. (KU:7JU:^Dp^5^JP) ^>i^JU] -6, 7, 8, 9. 
10, 1 1 -^^iJ-t KO- 5 - (4-^5^;l'7i-;P) -6. i3-v^:e-^y 
-13H-C1, 4] z^y^/i^y [2, [1, 7] :^7^US^> 

(4) 6. 7, 8, 9. 10, 1 B-'N^-y-t KD-7 - (2 h^->/>;>-:^ 
;P) -5- {4-)f^^)iyau-)V) -6, 12-v?::f=^V [1. 4] S^Tt'tfy 

[2. 1-g] [1. 7] -jry^^)i^> 

(5) 6, 7. 8. 9. 10. 1 1 -^^1fh KP-7- (2-;* l-=^>'^>>' 

;u) -5- (4-pt5^;P7i-;p) -a. i 3 ->':f^y- 1 sh- [i, 4] 

Vy^J^yJ [2. 1-g] [1. 7] iry^\)^jy - _ 1^— 

(6) 7- [3, 5-tfX (hU:7;u^op^5^;t.) ^>>7;l/] -6, 7, 8, 9, 
10. 11, 12. 1 4-;t^^t Kd- 5 - (4 -^f^JPyoi— - 6. 1 
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4->';t=^y [1. 4] 12, 1-g] [1, 7] :h:75^Uv> 

(7) 7- [3, 5-t:';^ (.Vny)V^U^^M ^>'J)V\ -6, 7, 8. 9. 
10. 1 2-^:^ith Kn~6. 1 2->?:t=*^V-5-7jc-;i/ [1. 4] >?7 
-tftfy [2.. 1-g] [1. 7] :)->'^U5^> 

(8) 7- [3. (K'J7;i/:t0^5^;i.) ^>>?;P] -6, 7. 8. 9. 
10. 1 1 KP-6. I 3-v»:^-:^y-5-:7ai:i;|/-l 3H- [1, 
4] 5^7 Vvy [2, 1-g] [1, 7] :^7^^;i^> 

(9) 7- [3. ^-My. {V\)y)V^U:f.^M ^>>?;U] -6. 7. 8, 9. 
10. 1 1 -^=^+f-t Hp-5- (4-^5^;i.:7x-;i/) -6. \Z--J:^^^J 
-13H- [1. 4] v^TVz^J [1. 2-b] [2. 7] ±y^\}iy> 

(10) 7- [3. 5-h'X (hU7;l':^n^5^;U) -1. 2. 3. 
4. 6. 7. 8. 9. 10, 1 1 -7';^7b Hd- 2 -^^JU- 5 - (4-;<5^;i/ 
yx.~}V) -Q, 1 3-5^:^c^-y- 1 3H- [1. 4]i?Ty>-y[l. 2-b] 

[2. 7] :f-75^'Ji>'> 

(11) 4- [3, 5 -ex (hU7;i/:*-D^5^;l.) ^>v?;U] -2. 3. 4. 
5-7^h^t KD-5-:t=*^V-6-:7jc:z;Hf'J H [3. 2-f] [1. 4] 

(12) (9R) -7- [3. ih^)-y)i^^U:^^}V> ^>x^)V] -6. 
7. 8, 9, 10, 1 2-^4=-!fth*D-9-pC^;U-5_ (4-^^;U7xr: 
;W -6. l2-z>^^V [1. 4] v'T-tfhT/ [2. 1-g] [l, 7] ±y 

(13) (9S) -7- [3. 5 -fx (h'JyjU7ta;<^JU) ^>zy}U2 -6, 
7. 8, 9. 10. 1 2-^^1^hKD-9-/5^;l^-6, 12->':t+V-5 

-:7x-;u[i. 4] i^T-iiey [2. i-g] [i. 7] :h:7^«j5;> 

(14) (9S) - 7- [3. 5 -fx (h'Jy;U:tU^9-JU) ^>iyjU] -6. 
7. 8. 9. 10. 1 2-^4^-!J-hHP-9-^5^;i'-5 - (4 ->t-5^;^3LarCn^^ 
;U) -6. 1 2— >*:^^-y [1, 4] v^r-tzTtf/ [2, 1-g] [1.7] ±7 
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(15) (±) -7- [3. 5-}dX (.htjyjU:tn>i^JV) ^>i^M -6, 
7, 8. 9. 10. 1 l-^^'*)-\i\in-9-:^^)U-e, 13->?3i-^V-5 
-7i^;i^-13H- [1, 4] 'Jy^/lyJ [2. 1-g] [1, 7] :f7^U 

(16) (±) -7- [3, (hU:7;U:^-npt5^;W ^>-;^;i/] -6. 
7, 8, 9. 10. 1 i-^^-»ttHP-9-^^;p-5- (4->^5^;w:7x:r 

-6. 1 3->?:^-+y-l 3H- [1, 4] [2, 1-g] [1. 

7] -yy^^^y-j^ 

(17) (9R) -7- [3, 5-lfX (hU7;W;?ho^5^;U) ^>>?;W -6, 
7. 8, 9. 10, 1 l-'\=^lJ-i::h*n-9-pt9';i'-6, \Z--J>i!r^V-h 
-7xii;l/-l 3H- [1. 4] 'JT^Jl^J [2. 1-g] [1. 7] :h:75^U 

(18) (9R) -7- [3, ^-MT. (.Y^y? )VtU:^^)V) ^>i;>}V\ -6. 
7, 8. 9. 10. 1 l-^:l^1ft KP-9-p^5^;^-5~ (4 -^5^;P:7xz: 
;!/) -6, 1 3-i?^4-V-l 3H- [1. 4] 'J7V-^/ [2. 1-g] [1, 
7] :^75^»J5?> (£;tT> -ffc-^^KlNo. 3 tUSIiJ-rs^i^^J^-S. ) 

(19) (9S) -7- [3, 5-bfX (hU:7;U::rDpt5^;p) ^>>5;i^] -6. 
7, 8. 9. 10. 1 1 -'N^^^-y-t KD- 9 6. 13-v?;r4^V-5 
-yz^)V-\ZH- [1. 4] >?7l/i// [2, 1-g] [1. 7] :h75^'J>^ 
> 

(2 0) (9S) -7- [3. 5-tfx (hU:7;P:^-p>^5^;u) ^>>?;u] -6. 

7. 8. 9, 10. 1 l-'\=^^'tJ-fcFD-9->t5^;P-5- (4-pt5^Jl/:7xil 
;W -6. 1 3->^:e-=^^y-l 3H- [1. 4] V7^J=y / [2. 1-g] [1. 
7] :^-7^U5^> 

(2 1) 4- [3. 5-tfX (SU7;P:^-a^5^;i/) 'Ov?;!/] -2. 3, 4, 

5— 5^h7tiKa-5~:t^v-6-:7x^;u-iH-fcf'j K [2, -3-eJ4r; 
4] >^T-tftr> 

(2 2) 5- [3. S-h'Ti (h'J7;U:^-0;<5^;V') --^>>^;H -2. 3, 4. 
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HP-6-:^^ry-7-:7a:-;i/-6H-tfU K [2, 3-b] [1. 
5] :t=^'^V-» 

(2 3) 4- [3, (hU7;P:ta;t5^;W ^>>>}V] -2. 3, 4. 

5— xh^bFP-7-;?t5^;P-5-3f^y-6-7x-;Hf'J K [3. 2-f] 
[1. 4] :t^-t>-fe'l:f> 

(2 4) 5- [3. 5-}d7. (hOy)l^n;^^M ^>i^}l] -2. 3. 4. 
S-T^H^h Kn-8-pt5^;l^-6-:t;¥y-7-7x-JU-6H-h!U H [2. 
3-b] [1,5] :t^Wzy> 

(2 5) (±) -7 - [3, 5-h*X (hU7;U:;e-apt^Jl/) '^>S^;U] -6, 
7. 8, 9, 10. 1 2-'\4^1i-t:h*D-9-bKD^x-5- (4-^5^;U7 
;W -6. 12->?:4-^V [1. 4] i^Tiffcfy [2. 1-g} [1, 7] 

(2 6) 7-^>S^;l/-6, 7. 8, 9, 10. 1 2 -^=^^1^ t KD- 6 . 12 
->>:t^y- 5-7ain;U [1. 43 S^T-tfbfy [2, 1-g] [1, 7] -^-^ 

(2 7) 7-^>z^}U-6, 7, 8. 9, 10. 1 1 -^^i^k H P - 6 , 13 
-z^^^'J-5-yjL=i}\^-l 3H- [1. 4] i^rV'^y [2. l-g] [1. 

7] :^:7^u>'> 

(28) 7 -^>P)V-6, 7. 8, 9. 10. 11. 12. 1 
P-6. 1 4--:^^4^y- 5-7x— JV- [1. 4] v'TVlIiy [2. 1-g] [1. 

7] ^y^^)i;'y 

(2 9) 7- (3, 4--:^iJ7 0P^>v';i/) -6. 7, 8, 9. 10. 12-^ 

^ifhKp-6, 1 2-v?:r^y-5-yx-;i/ [1. 4] v'T'trtry [2, 1 

-g] [1. 7] :^:7?'J^^> 

(30) 7- (3. 4->?^PP^>5?;i/) -6» 7, 8, 9, 10. 11-^ 
:^^1tt: h*P-6. 1 3->?^=l^y-5-yxz:jt/- 1 3H- [1,-4] ^TV2> 
[2. 1-g] [1. 7] ±7^Ui^> 

(3 1) (S) -5 - [3, 5-t'7. {h^)y)V-ta^^)V) ^>-JM -2. 



wo 00/32192 



60 



PCT/JP99/06569 



3, 4, 5-7^h^tHD-3. 8-i^^^)U-e-:i-^V-7 -yjL-)V-6 
H-t;UK[2. 3-b3 [1. 5] :t+lJ-'/i/> 

(32) (R) -5- [3. (h^Jy)V^n:^^)U) ^>>?;U] -2. 

3, 4, 5-^h^tKo-3, 8 -v'^^JL'- 6 -:t+V- 7 -:7x:i;l'- 6 
H-hf'JK [2. 3-b] [1, 53 rt-j-ttV-v-^ 

(3 3) 4- [3. S-fX (.h^)y)V:tU^=^)V) -2, 3. 4, 

5-'5^h5't h*D-8-^5^;P-5-:^-=^V-6-7j:r:;i/t*U H [3. 2- f] 
[1, 4] :i-=^-if-fe'tr> 

(3 4) 5- [3, (hU >';P:*-D^5^;U) ^^s^i^Jl.] -2. 3, 4. 

5-5^h7t HP-9-^5^;i'-6-:^^y~7-7x-;i/-6H-trU H C2. 
3-b] [1, 5] :i-^-y-V/>'> 

(3 5) 4- [3. (hU:7;l/;rD^5^;i/) ^>5^;u] -2. 3, 4. 

5-^b7t HD-8-pt5^;i/-5-:^^y-6-:7x— JUtfU H [3. 2 - f] 
[1. 4] :t4^lHftf> 9-^^^'>K 

(3 6) 5- [3, 5-b*X (hU:7;P:*-n;>t5^Jl/) ^>5?;U] -2. 3. 4. 
3-b] [1. 5] ^^1ty>'> 10-:t^->K 

(3 7) 8-T-trh=^i>;*-9^;U-4- [3, 5 - HX ( h U 7;i';*-D^5^;U) ^ 
>>^;U] -2. 3, 4. 5-7^h^bh*n-5-:^-=t^y-6-yx:z;H:!iJ 

[3. 2-f] [1. 4] ?r=^^-y-tftr> 

(3 8) 9-7-feh^^->;>^5^;U-5- [3. 5-fX (h y JU^n j^'^M ^ 
>V)V^ -2. 3, 4. 5-7"h7tiHD-6-;f4^y-7-7x-;U-6H- 
tfUH[2, 3-b] [1. 5] ::j-=^^lJ-y>'> 

(3 9) 4- [3. 5-b*X (hU7;i':^-D;;(5^Jl/) '^>':^;U] -8-:i7na;;t 
5^;P-2. 3, 4, 5-5^1>^bKD- 5-:^-4^y-6-yx— ;HfU K [3, 
2-f] [1. 4] :r^1j-tftr> - 'l^— 

(4 0) 4- [3, 5-fX (hUy;i'^o^^;p) y<>i?)U} -2, 3, 4. 
5-7^h^tHD-8-pt 5 -:r^y- 6-7x-;H::iJ K [3, 
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2 - f ] [1.4] :t=¥-^-i^\d> 

(4 1) 4- [3.. 5-\iX ih^yJV^Tn^^Jl) ^Oi^JU] -2. 3. 4. 
5-T-h^tKa-8- (2-^5^;ux?;i/) - 5 -:^^V- 6 -7x::iJH:fU 
K [3, 2-f] [1. 4] :i-=^it-tftr> 
5 (4 2) 4- [3. ( K U 7;i/^n>^5^;i/) ^Vf^JW -2. 3, 4, 

[3, 2-f] [1. 4] zi-^D-'ifi^y 

(43) 8 -T5y^9^JW-4- [3. 5 - ( h U 7;l/:^P>^5^;W 'OS? 
;W -2. 3, 4. 5-5^h^hHP-5-:r4^y-6-:7a::^Jl'h!U f<.[3, 
10 2-f] [1.4] :f4^l5-tre> 

(4 4) 4- [3. (h'j7;p^p^^;i') ^>z^M -2. 3, 4. 

5 -T^h^t: Kp - 8 - ;<5^;UT5y;<^;i'- 5 -;*-=^^V - 6 - 7xz:;Hf' j K 
[3, 2 - f] [1.4] :^^-D-\f\d> 

(4 5) 4- [3, 5-tf7. (hU7;P:^P;>t^;l') ^^v^JU] -8->7pt^Jl^ 
15 TSy^5P-;l/-2. 3. 4, 5— T^h-^t HP-5-:4-^y-6-7x-;H:fU 

H [3. 2-f] [u 4] :^^-y-fert;> 

(4 6) 4- [3. (hU >';U:tPj>^^;W) '^^i^;!/] -8-->i^P"/ 

Dk:JUT5>/;t^;V'- 2, 3, 4, 5 — 7^ h ^ t H P - 5 -:^=^^V - 6 -7 xX 
JHf' J K [3, 2-f] [1» 4] ^^^•M]d> 

20 (4 7) 4- [3, (hU:7 p;>t5F;i/) ^>z^M -2. 3. 4. 

5— 5^h7ti KP-8- (N-pt5^;i'tf^^>?y -5-;f4^y-6-7 
xn;HfUH[3. 2-f] [1. 4] ^4^lJ-trkf> 

(4 8) 8-T-fe5';VT5y^5^;i'-4- [3. 5-t*7. ( h U ^JU^P 
^ >>?;!/] -2, 3, 4. 5-7^h^t KP-5-^=*^V-6-7xn;H:fU K 
25 [3. 2-f] [1. 4] :t^■t^-^ft!> 

(4 9) 4- [3. 5-h*X (h'J^JU^Ppt^^;!') ^^^i^^W --2, 3^.4r- 
S-xb^hHP-S-jjt^ >X;i'Jf?— JUT S / 5^;^- 5-:^=^^V-6-:7x 
-JWtfUK[3. 2-f] [1. 4] 5i-:^r-y'ifti> 
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(5 0) 6- [3, 5-h:X (h'Jy )V^a:^^J\^) ^>v?;W -5, 6, 7. 

8-/\^itb Ha~3, 9-v?^5^;i'- 5. 1 0 ->?^+y-4-73i-;nfU 

K [2. 3 - f ] [1.4] 

(5 1) 6- [3, 5-k';^ (hU7;i/:tDpt5^;W '^>$^;i/] -5» 6, 7. 

8, 9. 1 0-'\+-y-tHD-9-^5F;U-5. 1 0->':*-4^V-4-7x— 
tfU K [2, 3-f] [1, 4] >>TV» 

(52) 6 -'^V^^;!/- 5, 6, 7. 8, 9, 1 0 -^^tft K P - 3 . 9 
P^5^;W-5, 1 0-i^:t^V-4-7ac-;Ph!U K [2. 3-f] [1. 4]v? 

(5 3) 6- [3. (hU:7;U:^n>t5^;u) ^>>?;u] -9-x5^;i^- 

5. 6, 7, 8, 9. 1 0 -^^-y-t Kn- 3 5, IO-i^::r^y- 

4- 7x-;UtrUH [2, 3-f] [1, 4] i^T'/» 

(5 4) 6- [3, 5-lfX (h^JyJl'^aj^^M ^>>?;U] -6. 7. 8. 

9. 10. 1 1 -^4^tJ-t h'D- 3, 1 0-S^pC^;P-5, 1 1 -v?;:r4^y-.4 
-7x:^;|.-5H-fcfU H [2. 3-g] [I. .5] v?T^/-> 

(55) 4- [3. 5-tfX (hU7;i'::*-Ppt5^;U) ^>z^JV1 -8-kHa=^ 
'>^^;i'-2. 3, 4. 5-5^h^t Ko-5-^^V-6-7xr:;UfcrU K [3. 
2 - f ] [1.4] :^-=^=iJ-fefbf> 

(5 6) 4- [3. 5-hfX (h'J >';i':tn^^;P) ^>>?;^] -2. 3, 4, 

5- 5^N^t KP-5-::r=I^V~6-7x— JPtru H [3. 2-f] [l, 4] 
^=^r-y-y tf > - 8 - :d >^ 

(5 7) 4- [3, 5-t:*X (hU 7;i';rD^5^;i') ^>$^*;W -2, 3, 4. 
5 -X h^t h*P- 5 -^^y- 6-7x-;UfcfiJ K [3, 2-f] [1. 4] 

(5 8) 4- [3, 5 -fx ihiJyjU^o:^^JU) ^>v;i/] -N-;»C?Jl/- 
2. 3. 4. 5— 3=-h^t:Hn-5-:^^V- 6-yx-;HfU K L3. 2^-.f3' 
Cl. 4] :t^-\)-^if>-8-tl)V:^^-*i-5.}^ 

(5 9) 4- [3. 5-tfX (K'J7;^:tOpt5";i.) ^>>?;i/] -N. N-i^;A 
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9-A-2, 3. 4, 5-7"h7t Kp- 5-;t4^V-6-7x^;i/t°'J H [3, 

2-f] [1. 4] ^^+)-tftf>-8 -;^;;^zf?:^-■t^•$ H 

(6 0) 4- [3. 5-tfX (KU7;i'7fD^5"JW ^>i^M -N-n-Zf^ 
)V-2. 3. 4. 5— r h^t Ko-5-:t4^V-6-7xii;l^trU [3. 2 
-f] [1. 4] ;f^+h1ftr>-8-*;U#^1*-5 K 

(6 1) 4- [3, s-fcf;^ (hU7;U:tP^5";U) ^>J^;W -2. 3, 4. 

H [3, 2-f] [1. 4] :e-^^-lJ-ifhr> 

(6 2) 4- [3. (hU7;P:tDpt5^;W -2. 3, 4, 

5 -■T^h-^t Kn-8-tJl^3lKU-/ij;i/#~Jl/-5-:t^V-6 ->'x:r;i/fcfU 
K [3. 2-f] [1. 4] :^-^-tf-tffcf> 

(6 3) 4- [3. ( h U:7;i/:^-n^^Jl/) ^>>?;i/] -2. 3. 4. 

5-5^h^tHn-8- [1- (4 -p<5^;|/h°'^5-:^r:;U) ;tr;i/3H— ;P] -5- 
:^^V-6-:7xli;i/tfU H [3, 2-f] [1. 4 ] :^^-»^-tf tf > 

(64) 2. 3. 4. 5-5^h^t Ka-5-^^y-6-7j:-;P-4- (3. 
4. 5- h»J>^ h^>'^>2^;i.) tfUH rs, 2-f] [1, 4] :r^ti-ift!> 

(6 5) 4- (3. ^-z^^UU^>z^)V) -2, 3, 4. 5-7^h^tHn- 

5- :^4^y-6-:7x-;WfcrU K [3, 2-f] [1. 4] ^^^-tUftf^ 

(6 6) 4- (3. 4-5^pt h^->'«C>i?;i.) -2. 3. 4, 5-5^h7tHn 
-5-^^y-6-7xn;HfU K [3. 2-f] [1. 4] :r=^^1i-iffcf> 

(6 7) 4-^>>?;U-2, 3, 4, 5-5^K7tHn-5-:4-^V-6-7x 
-^HfUFCS, 2-f] [1, 4] :j-^-y-tfkf> 

(68) 2, 3, 4. 5--7^h7t Kn-6-:f4^V-7-7xZi;l.-5- (3, 
4, 5- hU^ h^v-^^v'A) -6H-lf 'J h' [2. 3-b] [1. 5 ] 

(6 9) (S) - 5 -^>>?;U- 2, 3, 4, 5 -T^h^t Kd- 3— 

6- ^^y-7-yx-;U-6H-trU h* [2, 3-b] [1, 5] 
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(7 0) (R) -5—0^:^)1.-2. 3. 4. 5 h ^ t Kd- 3 
6-:r:^-y-7-7x-;i'-6H-hfU K [2. 3-b] [l, 5:\ 

(7 1) (S) -5- [3. 5-trx (h'Jy;P:tn^5";i') ^>>5;P] -2, 

3. 4. 5-5^h^h KP-3-pt5^;p-6-;t+y- 7-7a:-;U-6H-tf 
UH[2. 3-b] [1. 5] :rc^.1ty>'> 

(7 2) (R) -5- [3, s-tfT; (huy;i/^o^5^;u) 'K>>?;|/J -2, 

3. 4. 5--5"h^t KD-3-pt5^Jl.-6-:^-4^V-7-7xn;P-6H-tr 
UK [2. 3-b] [1. 5] ;^-^iJ-ys^> 

(7 3) 7-^>>fJU-6, 7, 8, 9. 10, 11 -^=<^-tJ- 1 Hd- 5 - (4 
-6. 1 3->?:r+V-l 3H- [1. 4] z^T^Ji^J [2, 
1 -g] [1. 7] :^75^U5^> 

(74) OR) -7— ^>>?;i,-6, 7. 8. 9. 10. 11— \4^1i-tKD 
-9 ->^^JU-5- (4-^^;U>'a:n^P) -6, 1 3->?::*'^-y- 1 3H- [1. 
4] -:^7!/->y [2. 1-g] [1, 7] :h:7^U5^> 

(75) (9S) -7— ;>i^;p-6. 7. 8, 9. 10, ii-^^-y-tKn 
-9-;<^;U-5- (4-^5^;P:7x-;j.) -6.1 3-i^;*-^V-i 3H- [1. 
4] l>T^/iyJ [2. 1-g] [1. 7] :h75^Ui?> 

(76) (9R) -6. 7. 8. 9. 10. 1 1 1 K □ - 9 -^^;U- 
5- (4 -;pt5^;i.:7x-;i.) -6. 1 3->?:^:^^y-7- (3. 4, 5 - h U 
h^>-c>j?;i,) -13H- CI. 4] ->-Ty->y [2. 1-g] [1. 7] ± 

(77) (9S) -6, 7. 8. 9. 10, 1 1 -^^tl-fc Hd- 9 

5- (4-^5^;U7i-;i/) -6, 1 3-5^:^:^-y-7- (3. 4. 5-h<Jp^ 
h^->-^>S^;W -13H- [1. 4] [2. 1-g] [1. 7] :h 

(7 8) (9R) -7- (3. 5 h^>'^>i;;i.) -6, 7. s' 9. 1 
0. 1 l-^4-1^-l::HD-9-pt^j|.-5- (4-pt^;|.7x::i;W -6, 13 
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-'>*;f^V- 1 3H- [1, 4J i^T^v-y [2. 1-g] [1. 7] ^y^^) 

(7 9) A-^y=J)V-2, 3. 4. S-o-h^t KP-5-:r^^^y-6- (4 

kfU K [3. 2-f] [1.. 4] ^+1fiffcr> 
(8 0) 4- [3. iV^)'7Mu:f.'f-}\r') - 2, 3, 4. 

5— xS^t Fn-5-xJ-:1^y-6- (4-;<5^;P7x-;U) kf'JK [3, 2- 
f] [1.4] •^■^■^M\±y 

(81) (S) -5-^>2^Jl/-2. 3. 4, 5--f-N^t HD-S-pt^;!-- 
7- <4-:»t5^;l'>'ir:;i/) -6 -:t=^V-6H-t!U h« [2. 3-b] [1. 
5] :t^^ifv''» 

(8 2) (S) -5- [3. 5-fc:X ( h V y y.^Jl>) ^>i^A-2. 3, 

4. 5 -5^h^t Ha- 3 7 - (4 -^5^;p:7x-;i/) -6-:r4^y 

-6H-tfUK[2, 3-b] [1. 51 ^^^Vy> 
(8 3) (9R)-7-[3. (h V y )U:tn ^>i^M- 6 . 7 , 

8. 9. 1 0, 1 1 -^^itk Kd- 5 -(4-fc KP4^5^pl5^;i/7a::::;W-9- 
:^T)U-6. 1 3-i;:^:^y-l 3H-[1. 4]S^7'V>-y[2. l-g][l. 7]:^ 

(8 4) (9R)-7-[3. 5-t'X(hU7;U:rP>Cf^;i')^>>?;W-5-(4- 
Jl^;P$;^:7a:iiJl/)-6. 7, 8. 9, 1 0, 11 -'S^-y-t KD-9-pt5^;U'-6. 

1 3-i^:t:^^y- 1 3H-[1, 4i>^TV^>'y [2. 1 -g][l. 7]±:75^U5^> 

(8 5) (9R)-7-[3. 5-tf;^(hU:7;i/:^-DpC5^Jl,)^>S^;U]-5-(4_ 
5j^;i^5;i/7a:r.;i.)-6. 7. 8. 9. 1 0. 1 1 -'S^^-y-h Kp- 9 -^^^Jl— 6. 
1 3-i^:t^V-l 3H-[1. 4]>f7'\/->y [2. l-g][l, 7]:^-7^U5^> 

(86) (9R)-7-[3. S-EX(h^Jy)U7i-n^^A)^>i;^)l}-S-i4- 
tl)V:^^^zyy:c-)U)-6, 7, 8, 9, 1 0. 1 1 -^^^-y-b H □ - 9 6 , 
1 3-S^:t^y-l 3H-[1. 4]i;7y$^y [2. l-g][l. 7]:^75^iXi'-$^ ^' 

(8 7) (9R)-7-[3. 5-tf;^(hU>';i.:rD^f^;W^>>f;i.]-6' 7. 8. 
9. 1 0. 1 1 -^=l^-t*-t HP-9-^?^;U- 5-(4-^5^JU7a:~;W-6. 1 



wo 00/32192 



66 



PCT/JP99A)6569 



3H-C1. 4]i^TVi^yi2. l-g][l. 72^y^^Jz^> 

(8 8) (9R)-7-[3. 5-e;^(NU7;U:tn>(5^;W/<>f^;W-6. 7. 8. 
9. 1 0. 1 l-'v^li-t Kn-5-(4-t Kp^->^^;i.:7x:z;w-9-^^ 
;|/-6. 1 3-zy-t^y~ 1 3H-[1. 4] z^TVi- / [2 , 1 -g][l. 7]:^75^ 

(8 9) (9R)-7-[3. 5-fX(NU:7;i/:tD^^;l')^>>»;U]-5-(4- 
:fj)U^=¥i^y3^::iM- 6, 7. 8. 9. l 0. 1 i -^r^^-y-t Kd- 9 6. 
1 3-z^:t=¥V- 1 3H-[1. 4]->*7'/->y [2. l-g][l. 7]:^79^U>»> 

(9 0) (9 S) - [1 0. 1 0. 1 1. 1 I-'HJ -7- [3. ( h U 

7;i':^-D;>t5^;P) ^>i;jl.] -8. 9. 1 0. 1 1 -5^ K 7 1 Ko - 5 - (4-hK 

p^2^>5^;U7xr.;i/) - 9 -pc^^jp- 7h- [1. 4] -jt'J-^ J [2. i-g] 

[1, 7] :h75^US?>-6. 1 3 (±|3 (8 3) ©-ffc-g-if^O d 4*jc) 

(91) OS) -[10. 10. 11. 11 - 7- [3. S-lfX (hU 

^Jl/r^npC^^;!,) ^o?^;!.] - 5- (4 -3j>;p$;i,7x -8. 9. l 0. l l 
-5^h^t: Kn- g-^^^;!/- 7H- [1. 4] S^T^/v-/ [2, 1-g] [1. 
7] :^75^'Ji^>- 6. 13->'::r> CJiSH (8 4) (D{\L'^m<r> a 

(9 2) (9 S) - [1 0. 1 0. 1 1, 1 1-^H4] -7 - [3, 5 - b: 7; (hU 
7JP:tD^5^;i/) -5- (4 -:^;p;j^4^>-7x-;u) -8, 9. 10. 

1 1 --x h^h Fn- 9 -;<5^;i/- 7H- [1. 4] >?Tl/->y [2. 1 - g] [1. 
7] :>-75"y>'>-6. 1 3 (±gB (8 6) ©Yb^i^ODd ,#:) 

(9 3) (9R) -7- [3. 5->^ ('^>v?;i/^4->') ^>>^;i.] -6, 7. 
8. 9, 10. 1 l-'^=^^•^J-tH^-9-^5^;^-5- (4-^5^;i/7a:-;W 
-6. 1 3-5^:t^y-l 3H- [1, 4]>?zy->y[2, 1-g] [1. 7] 

(94) (9R) -7- (3, 5^vt Kn:^->'^>>?;p) -6, 7. 8. 9, 
10. \ \-^^^\^\^n-^-^=5-)V-^- (4-p<5^;l.7xJiJU) -6. 1 
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3--:^;^^y-l 3H- [1, 4J VT^/l^J [2, 1-g] [1. 7] 

(9 5) (9R) -7- (3. 5-i?Xh4^>'-?>>?;P) -6, 7. 8. 9, 1 
0. 1 l-^Jt^ij-hHD-9-pt5^;l'-5- (4-p^5";>7a::::;W -6. 13 
->'::e-^y-l 3H- [1. 4] vTV^S^/ [2. 1-g] [1, 7] :f-:7^U 

(9 6) (9R) -7- [3, 5->? ( 1 - ^ ?-Jl'X5^;P;r+ -» ^yV)V] - 
6. 7. 8. 9, 10. 1 1 Ka- 9 5 - (4 -^^;P':7 
xn;i^) -6. 1 3--:^;t4^y- 1 3H- [1. 4] -JrVzy/ [2, 1-g] 

[1. 7] :h75^'J->*> 

(9 7) (9R) -7- (3. S:^-5>-^>i?;i,) -6. 7. 8. 9. 1 

0. 1 1 -^:^-y-fcHD-9-p<5^;|.-6. 1 3->»;f=^=^y-5-7m;i.-l 
3H- [1, 4J v^T'/v^y [2, 1-g] [1, 7] :hr7^Ue^> 

(9 8) (9R) -7- [3, 5-trx ( h U 7JU:*-p^5^;i/) />t>5^;P] -5 

- (.4-{7UUyj^-}V) -6. 7. 8. 9, 10. 1 1 -^=^^-t^t: K O - 9 - 

1 3-i>:^-4^y-l 3H- [1. 4] v^r^/-^/ [2. 1-g] [1, 
7] :^P'5^U^^> 

(9 9) (9R) -7- [3, 5-tf7i ( h U 7;i.:t-np^5^;i.) ^>z?)Vl -5 

- (3. 4-^^^'P0 7x:2;^) -e. 7. 8, 9. 10, 1 1 -'v^^tH:: kd 

-9-pCg-;i,-6. 1 S-v^rt^y- 1 3H- [1, 4] -J7Vi^/ [2. 1- 
g] [1, 7] :J-7?^iJv> 

(100) OR) -7- (3, 5-$^pt h^^-S>^>i?;U) -5- (3. 4-5^ 
iJ'OD^xx;^ -6, 7, 8, 9. 10. 1 l-/\^-y-tHP-9-^^;^- 
6, 1 S-v^^f^-y-l 3H- [1. 4] 1>T^J^^J [2. 1-g] [1. 7] 

(10 1) (9R) -7- (3. h-^J:^'^)\,^yV)Vi -6. 7, -8^^;*^^ 

0, 1 i--\^^-y-tHp-9-^^;u-5- (4-^5^;u7x-;w -6. i3 

-i?:t4^y-l 3H- [1, 4] Vr^Jly/ [2. 1-g] [i, 7] :h79^rj 
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(102) (9R)-7-(3. 5-i^iPUU^>i^JV) -6. 7. 8. 9. 1 

0. 1 1 -^4^iJ-t KD-9-^^;u-5- (4->C5^;w:7xz:;i') -6, 13 

-i^:^-=^y- 1 3H- [1, 4] i^7V>/ [2, 1-g] [1. 7] ±y^^J 

(103) (9R) -5- (3. 4:-Vi7UuyjL-)l) -7- (3, S-S^t^ 
^)V^>-J}V) -6, 7, 8, 9, 10, 1 l-^^-y-tiKo-9-^5^;l.-6, 
1 3->?;r4-V- 1 3H- [1, 4] [2. 1-g] [1. 7] :h:7 

(10 4) (9R) - 7- (3, 5--J^h^iy^y-J}V) - 5- (4->';i':i- 
uy^L-M -6, 7, 8. 9, 10, 1 1 -^^-y-t Ko- 9 -^5^;i'-6, 
1 s-v'^^^-y-i 3H- [1. 4] vT>y'>y [2, 1-g] [1, T\ ^y 

(1 05) (9R) -5- {4-{7UUy:iL-)V) -7- (3. S-i^:^h=¥i^ 
^>i^)V> -6, 7, 8, 9, 10. 1 i-'v^-y-t Ha-9-^5^;p-6. 1 
3-5?:r^y-l 3H- [1. 4] V7'J'^ J [2. 1-g] [1, 7] :h:7^ 

(106) (9R)-7-[3. S-tfX (h'J:7;P::f n;*^^;!^.) ^>i^;H - 
5- (4-7;U:?f-n7xIi;U) -6. 7, 8, 9, 10, 1 1 - ^=^^tJ-t H O - 
9-^5^;i.-6. 1 3->5:t=^^y- 1 3H- [1. 4] i^TVi/y [2, 1-g] 

[1, 7] :^y5^'Jv> 

(10 7) (±) -7 - [3. (hVy)]^^a^^jl) ^>>?;P] -9 

-x^;u-6, 7. 8, 9. 10, 1 1 -^^-tJ-t Ko- 5 - (4-^^;pyx 
zi;i.) -6. 1 3->'':^:^y-i 3H- [1. 4] e^TVv-y [2, 1-g] [1. 
7] :^y^Ui?> 

(10 8) (±) -7 - [3. 5-fcfX (hUy;i/:tn;>t5^;i/) ^Vi?;!^.-: 
7. 8. 9, 10, 1 l-^+1i-t HP-9- {1-^^)VJL^)V) -"s - (4 

-^5^;uyxii;u) -6, i 3 ->f:i-^y- 1 3H- [i, 4] z^rVi^J 12. 
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1-g] [1. 7] i-y^^J'J> 

(109) (±) -5- (3. 4->'i7n07x— -7- (3. 
^i^^>i^M -9-JL^)V-6, 7, 8, 9, 10, 1 1 t Hp- 6. 
1 3~i?:t^V-l 3H- [1, 4] PrV'>/ [2. 1-g] [1. 7} 



(110) (±) -5- (3. 4-i^i7Unyx.^)l) -7- (3. 5-5^^h 

=¥->^>':^}U) -6. 7, 8. 9, 10. 1 1 --^^tftHn-g- (i-pt^ 

Jl/X^;i/) -6, 1 3-i^:r^y- 1 3H- [1. 4] VT^/-y J [2. 1-g] 
[1. 7] :^75^Ui?> 



<fc-^4^ (I) (la) XH^Oit^±> '#^¥9 - 2 6 3 5 8 5#*fc«#^^ 
10-10998 9^^$gJCsBiicro:^^fetc:L'fe*^tiMiif 

±g! (1) ~ (8 2) (DWL-hm-mm^^ - 2 6 3 5 8 5 -^^^gOSIJfi^J^IB 

m\zmz5^mm-^xL}Lif-'Q'^^. ±ib <8 3) ~ (92) (D\\L-^m\mw^\ 

15 0-10998 9^^$Rco^ig«nj®|3m{C^"^#M3et-SJ:<i:75^t?#S.JilS(9 
3) ~ (110) O^t:-&i^fiT3e##0!| 1 ~ 1 8 2 (#t:i. 1 6 5 1 8 

2) J;iS-:^^St3if s;i<i:;!>«T#s. 

-ft-a-tr (I) (la) X«-?-©ia«, SH4**®<. 
tSe-^X, ft'&if^J (I) (la) Xfi-E-0:S«» PfifLl&ife m^\S.. /NAX^-. 

20 ^xUyK, -r^. t^y-:^, •ti-;K thJ:c<i:) szM^f^. m&Mm 

{"c^m (I) Rix (la) x(i^<Di^«^(Z)fe=^cDfc8e)CDiJri^^?^fi, mm, 

wtt(Dmm\z^mir$>^. Wiz. srF\z7^TMf±i^m^m-r^mmiz^'K)mm-^ 



5 



10 
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(3R. 4S. 5S. 6R) -5-;^h^'>-4- C (2R. 3R) -2 

-^^;i/-3- (3 -^g^;u-2 - i -:e-^if;^fcf 
x^g^>. A>?.5^>. i^xr^^5^>, iJ^:ijju/\'i?>. :/D*;^y'?i^>, 
7sn^=^i — -tr\ y':7y;nf5^>, 7 d i> x >:7 'J >'^^bf>. 7;i^:^-Dr:r 

ju-N — ryyDt;;i/-8, 9-T>t h*oxuxpv< >'>a-6, 9-^5 

(4)^©te. ^kfx-hS^#:f'^«i^;5:<i:(^T^}&iE^!l («RJ, d^^S H) . Siir 
^«iJlSl (M, y^^U^i^^UT) . *:X7hf^xXx7— ifIV|a$^J/j:i:Olriii!e,il 

m («siv □U:>*^A) , b;^i$'^>, trp*;i/tf>, y'p h'^^^ I-U PxJ^H 



wo 0032192 PCT/jr99/D6S69 



it-Bm (I) 'Blxs (la) y.\t^(Dm\±±u\^rz.t^i)^T^h'E)i\L-^-^\y<\t^om 

^j\^}^^-hv<it.^<Dmmi^om^i.T\t. mm. mm. v>mf3iE(Dmmm 
10 iL(omm^ffdiz^^^ti^mt5j:zsm^^. mm^m, i7x.>-m> 

^^m<Dmmizmi)i[:^mwR-aaa.)^i:iit.^(Dm.tm!^ti^m^^T^m<^ 

^^BM<Dmmit. it^ssn (I) so? (la) *fen-€-cDJ^, i5j;c;t(iptf^^&:fir-r 
^nm<jym^i&^^. %^^\zh^\,^\tm^\z. ^(o^t^hv<\t.m^m\znn^ 

20 j^sasij. z^uy':fm. %n. ^mm (^tj*m, w^Mi^jii*, m^p^^m. s^m 

25 ^^umm^wmmm^^ibn. mmi^M\z^n^mmni mnm. m^m. mm 
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>. m^a±)ia'-x. mnmy^ir-fm. mmij)viyt7i^. v>mtiJi'i^0Af3.ii 

p-x. t HP^5/x5^;i/i2:;i^p-x, t Kp:^-v'yptr;u-fc:;PP-;^;fei:Oi|| 
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trim ^>^>±hn> (Ondansetron (Zof ran)) ^rzn^(D^1^mmm (V 
y^> vT^-f ;^ (Zof ran Zydis)) .i^7^-fehn> (granisetron (Kytril)).r 
•tf-fe hoXazasetron (Serotone)). ^^E-fe haXramosetron (Nasea)). ^ 
a:/^5 Kdnetoclopramide (Primperan)) *fc«-€-O^S{[i§S!i^frl (y^ = >?> 
(Pranidiii)) . hntft hD> (tropisetron (Novoban)) , tli-r^U K (Mosapride 
(Gasmotin)) . ^feitX H^-fe hD> (Dolasetron(AneiDet)) m. -^-Ote, a'd/ 
il h o > (pal onose t ron (RS-42358-1 97) ) . < iS'-fe h o >(I t ase t ron (l)-98079A) ) . 
'i>z^-^hu> (Indisetron (N-3389)) . KAE-393. R-y'zi :/ U F (SL-920241). 
UU-fehnXF-0930-RS). E-3620. Ro-93777 . fcXiS' 5 >i^ia^J. iijj^iif 

5>>:®^>'7jc- K-;t/;iici*),m^X5^P< F CM, S^^n;U5=-V>(Cor tone). 
tKDzi;P-5^y> (Cortril. Hydrocorton) * fcfi -€■<?:> U >ge:^- S U 
(Hydrocortisone soluble) . f^-^j^-^Vy (Corson, decaderon, DecaderonS) 

(Decadron, y'tl \iu>mitk. 5^AHn>S) «5ftse^ h U "j^A:^ (7^ 

• '>xOV>a. T^f^^-tf • >'a:Dy>^ B) . ^^p<iS'V^> (Rlnderon. 
Betonelan) '^rc\t.^<D^}>m.i'h^)^Am. (Rlnderon) t)L<« m^m. (U> 
v'uymm) s :/U'K-Vo> (Predonlne. k K— yD>^;&<»:) *^fi-=e 
f5g^^ig (Predonlne soluble) '&L<tau >^:M- U r^Ati (H — -:/p>a) . 

K-» , ;<5^;i.yixH-yD> (Medrol) S/cfi-^CDi^^;^ (Depo-Medrol) % 
l^<\tn;\-^m^h^)^h^ (Sol-Medrol) . h U TAi^y P XKenacort) . 
^o:>m(D^)Vzizi}V9-::i^ K^tt^JtoXT^p-f hVj:f©iiJ'?f^MXv^PiilW 
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2|=l?9g-effl S^k^^ (I) RU (la) * A: tt^CD^gl^'igqtf^ffi ^^g-f -S mm^^ 
mm (Ms y-(-> (Tween) 8 0 (T h^X/^Oi^-^m. MM) > HCO 60 (B 

^>i»vT)vz}-)vm) ts.iitt^\z7)fi^^Mm^z. h^u^t^^)-ym. 
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Mvxmmm^v. v^<o'^7.^>if. mm\SL^^^^^\-mm'& 

if F68, -t;UD-XT-b:^-h7^l/-h> h K D^i-T'D tf ;i/pt5=-;i/ir;i' 

-fe^ m. ^>is^, -mt^^>m) /^nE^m^^^n^o maist-^mmmtm 
ftt^it^^it-r^iz^t. ^wjkm<o:f7mzm^. ^^m-cmi^^it-^mn) 
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it^m (I) iblxs (la) ^it\%^(Dm-i.^mmM m. mu mmm. mi ts 

dHt-^^ (I ) { I a) (i-?- cDig, ^^xmnT.'rU -i H ^r-^Wf -5 ES|gMfi)c#yo 
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mmmnEM. mm^^^mm. ^mm^^ts) . ^m. y'iy^mtjiiiiDmMiz^mi^ 
itami^mm^M:tsj:v^Jt<Dmn\z'z>i,>TMi^&^\z7rTo 

^rc:$imizit-mzf^mm'^jv\i:^^mizmm $ n^aaiin^j, i ^ t^^j^^t^pj 
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mmmm\ (yotfU'>/^u:3-;u> &mm) . mmtm c^h^js. ^y-yji 
^mm^^^v v-Ji^:<^^«l^?f|JT^fesuT;5:-5^^^i^[^4m^f^J*^jlf s LVi. 

^ j> U l^- 5 / 7)U=¥JU:^ ^^VU- hi^M'^W, U 7 U^^,. , , 
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— h^M-^^, tr)t>n:t^ hRS- 1 0 0, RL-100, RS-3 

OD, RL-3 0D. RL-PO, RS-PO yU^JX^^;!/ • 'J 

Jf-f ^7=^=-;/ hNE-3 OD (^C^^i? U;PBe:>^5^;i' • 7i'U;HSX5^;V'^S-& 
5}?Ui^Uiz'J>|gJKrffiXX5^;P^*?^lfe,n-5» 

AJi:*— (Carbomer) 934P. 940, 941. 974P, 980» 1 
3 4 2IP> a^^yti—a^-y ^ )\^ (polycarbophil) , ti )V-^^ l^.t^'^} tm^—y ^ }V 
(carciumpolycarbophil) (MiSfi^v-f n=b B F H U -y^^-ftiS!) , /\-rt*>?. 
•73-1 03, 10 4v 105, 304 (V^mfefDitiNB^ (m M) ^C^tD^il 

e^«^^JraMl^^Jtc*3tt^7K^i§fi4^^0^W^«*g3 0;^cliU^9:0-% -' 
(w/w) , ?f^t<{i^tJ3 5/j:ViL*58 0% (w/w) , $e.{wi?^U<«*54 0?5: 
lib? 5% (w/w) , Mi4:}?U'7-0'&:g-il«$«i3^!:ViL!^3 0% (w/w) , 0 
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^ L<«iSi«)5~j^4 0% (ff/w) . $e»ICif^L<«*«J5~Jis53 5% (w/ff) 

mm. ^^^^m. nf^mm. m^Rm. ^^itnm^m^x.. is^^^baibiiii^j*. m 

8 0 % (w/w) , $ ^ fcjf * K 3 0 /j:V> L*?I 7 0 % (w/w) "P^-g), 

^■&??JiLTfi. ^siA«7i^U t!— ;k t Ho4^->:;^Dbf;nr;^□— 
^i/^5^;i/-b:;UD-X*;i'S;^e7A(BCG505). i7DX*;l/^n— X:^ h UC7A(Ac- 
Di-Sol), $g<SMxKUex;i'trD'J K^- (i7D;;;7i?b*K»-, iSS^^t K^.^SX , 

:/atr;i/-k;!/D-x (l-hpc) nt<!:**fflue>n'5. (t^Tfe. t HD^^^->yptr;p-fe 
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^MitMtvxitm^m.. i7jL>]^. zi/\i?m. -^u^ym^Eo^m 
m^x:/i^-o^i!)i>h. mm$>?>\^^tiintmBM. mvimi3:i£t(Dm'^m^{> 

^{b^jtUTsess, i'x>^, T >m.^<Dm-^. ^ 

*rLT**Ji;5:tiU*?ri 5% (w/w) . L<{i*«ji ;&:HL,^6Sji o% (w/w) . $ 

II. i^(Dnmm\z^^\m 
K>^wt^^t.\z^riWM^mnmmik^M, 
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0% (w/w) , Jf*L<«Sii?j5 7itV»L*?J5 0% (w/w) . $ e> tj?* U < 5 /j: 
VxL 3 5% (w/w) -e*S. 

SSI, ^x>K, -y-^iVWi. vu-r >K^c^(Di6S:l]n^xt)J:t.». 
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^s-k;uD-x (M^bfifc cm m, T}^±)upHi 0 ifji^y . 

^^-^'i'**^ -T^-h-jk <i®i^7K^r-fBfc. je^KTy4^'>^7A. ^Bl;^;i/S> 

9. 4w/w%. JJ?*L<fi*<r2 0~*?I9 8. 5w/w%. $ e>«C|f $ 3 
0~*?J9 Zw/w^Tfe-S. 

^D^M, ECG- 5 0 5), ^n7.:ijA;<u—:7,-rhiJ':;Am^i£.mh^m) 
^x:/D5':;0. SI5^a<l:7^>::^> (Mftfig (^) IS. PCS) ;5:t'*«ffiVie>n, 

^Mit. m^i^m<^(Dm.m'^m^m. iktiii^<Dmmm9\■:f3i^\z^om^mR^n 
sj^^. mi!cmmm^mizMi.x. mA.imo. o 5-^3 ow/w%, L<fi 
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^^^J^^:<^^), ^^^j mxit, i^-jvm&m, ti^:^)w ^>is^, m<t'^^>. 
ujj^7 7t'>i^, mmpi (mx^t. -Wf^m. mmtjiH}. ^^mm. 

;i'*5ct tKilf U h'x;p tf p U H >fj: if L < ffl e.n-s . 

itMFD-5s in^uy^^m) m^mt^^xf^^L^cDWi. M^wornvm 
siMmmmmt^iz-^<Dma^^mm m^m. m^m, §&m, tizf 
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n, t KP4^->:/Di:f;Up^^;u-tr;^D-x, 7j^U7^'j;p^. T;u^>^m. -fe? 
^5^>> ;?3JP7H=l^>^^5'ji/-fe;L'P-;^. d^U fcf-;HiPU K>, tJ? u-x?^j^->^ ' 
'J 3 -;^^c <Jf s L 4# tc h H P + T'p t!;Ppi ^;ni;i. p * L Vi. 



- • • 

wo 00/32192 PCT/JP99/06569 

86 

it^<Dmt mmm t^^ ^i^^ (D:^m\z^r)m'^r^zL{zxK> mmr ^^itiD^ 
5 T^-s. ^iE>\z, pjxm\z^Ki±s3vrzmnm, mmtm. mymmw. 7ic^^i4 

u^>'':ru}i)v^^)V'\L)va-7.) . m.mmfiid^ii^fSi^<omm\zmm-^'^. # 
15 BSit^j. «#s>i, m^^L mm^u V[m.m£.E(omm^mx-c^^i^o 

^^Il'i-^^ffitS:^*! LT7 ^ S-J^fiKf -5 CI i IdO: D jiJEi^^ tl-S. d CDJ; 5 \ZW 
in 

^ j^i^Sr #|ir S C i J: o T# ^ n-s . 
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^:f3i e» mz:t:^;^ n (psy 1 1 i uin) >y t^^ Olfrtfli^ >/'^i7mhl.< «*t 

'^^'^i^<it^^-T7.^>cfm^a(o-:k^^^U0!<.m^iz^mi^Ti.^T^i.\ 
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^'^7.^>ifmt\^x\t. mmk±h')tJh., -i^^y^wmm. i^i7u^^7.v 
3 0 &Eiffq\z. $ c L < 1 ^tcvi L 1 0 ^j^mzm^T^ nm^f^mmmm 

^#:t3*rT-5^««> *$J0. 0 OfiS%,$F*K«S5tJl~$t]5SS% 

mmmr£a<Dmmm'S:^-^^izfiL^c^mi'X\f'>Th^\,^o 
;^ti*©y d;^ ^ if^>i^>mM, Vi-y>U ^(Da-i/n y:f3-mmu atus^ 
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Situ. s-^oi^Kn, F^Ri. Eiissi^j®#K, isi^j. ail, mM^(jymms.a 

Pfi:#-CiiiaS(r«3l kg#:«a&;f5:OJi!«jO. 0 0 5-1 0 Omg. if*L<«*«iO. 
0 5~5 OmgTSO. JglCi?SL<fJil50. 2~30mgT*D. ein^S^l 
H 1 ~ 3 [iI{C:iJ-ttTS#-rs. 

2 0 0 Omg, Hf^LKitmo. 0 1^5 0 Omg. ^^tditF^KJJ, mo. 1 
~1 0 OingM-Ca5t). dtl^S^l B 1-4151 t^j-JtTjs-^-rs. 

®iiiitf^M*w-rsm«>j*5^;i't:^sfcj±-?-oigT*^^-&-eMAf^ 1 h i mm 

^©^(Dl 0 (llHi) i;j#gtt, mi^. *<J4~1 0 0 Omg, fff^V<itm2 0 
~6 0Dmg, $e,tJ?*L<«» jKJ5 0~5 0 OmgTf^S. L*^ L^a:?^*?,. 

?Liti^ 1 k gM^fe»9$tlO. 0 lmg~3 0 Omg. iifSL<«**lO. 01m 
g~10 0mgv $6fC0*L<«, *?)0. 0 lmg-3 OmgT*S/l^-- 
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5 & 6 0 ^m. L < 1 5 ~ 2 0 ^mizm (Sf s ^ < «sts4-) 

M^tcr)mO. 0 0 5^5 Omg. (tf^VKitmo. 0 1~3 Omg. 
U<«0. 0 1-1 Omg^|g-CfeO. ;itl€r®^^l B l~3lHlfc:^Jj-TS#-r 

m-r^m^^^iz^^v. mf^iMmrnhLKitmrnrnzit-^m en rck da) * 

fc«-?-0%S:S-%:LTfe^Vib,.'fl2-&i^ (I) SlCX (la) ^fc«^©:^Sr^t{C^# 

mmmtiaL-^t^msst}^^. mm, ^^:^mz^K>mts.^ii^. mxu. m 
i^-^zB&j^. jfF*b<«i 0^-1 Bmn. j;ip&f*L<fii s^-iB^rai 

^J.P^\zit'^m (I) (la) *;t«^(73:^&S^-r^>^^;&s^tf it^tiio 
(I) 3^Z^ (la) ^7t{l^(Dm^5feJc©:^-rs«'&, ^t^m (1) (la) S^c 

$f s L < « 1 5 s 1 m^&.mz{iL^^m ^mT^it^m^wt^T^ys^itm 
mf^{u)^Tz.\t.^(om.twmm\z^^L.x%^\f^ffi. mfs.^mmzwc^\^x^^ 



wo 00/32192 



91 



PCT/JP99/06S69 



t^mW^^O. 0 0 1~2 0 Omg/k g^ilOK-^L,*tIl S^mtcMPlS^Sa 

Mizmm^ntzit'^m (o m da) ^rzit^om^o. o o 5~i o omg/ 

k g S: 1 ami LTiliP^^t-^. 
:*:^BJ«)E^lC*5ViT, mm±mz^-r^it^m en atJC (U) X(l-€-©:S(7> 

lOOM&Xs if^KfiO. l~50aM%, ^^fC^^^KfJO. 5 — 20 

0 1~5 0Mg%. ^ibiZttf^VKiiO, 5~2 0S«%iS^7?S-5), 
{t^^^ (I) ^rj: (la) */lH^OS^iPgti:«]M^Ji:LT^fflT'abO. ifttC^St 

LC (Thin Layer Chromatography . UMi^a-T'hif'py-f'-') I'iSSlSTlC 
frt>tlti. TLCIi§g|r^liTtt» TLC:/^-K<!:LT^Ai7 (Merck) 

xm^'^i^nrzmm^mi^rco ^tc, mtinzituvrnta^^mrnvrzo tt^i^^^a 
■^hif^y -mo:>i^\}t}^')\'tvx\t. ?^ji^i7^m(Diyutjyji6o (7o- 

^m\ziiif^^noMmiinTomKfx$>^. 
NMR : mm^^m7.^i7 hJ\^ 
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E I -MS : mi^mmmm^mx^ip h)u 
s I -MS : -^n,^^:t>nm^m7.^if h}v 

DMF : z^:f.^)V7t.)VJ^7^ K. THF : 7^ h ^ h Ko:77>, DMS O : >^ 

b : yn-K, like : ifijg(, 
##^J 1 

N- [3. 5-ifX (h'JyjU:tu^^M ^>s?;W -7. 
7- (2-EHP^>^X^;U) -5- (4-pt^;i.7:n-;P) -8-;^i*^y-6 
-fcfUK [3. 4-b] tru>^>:i&;i.j}?^-y5 K 

(Xigl) 

Vi^^^^v-^^A (2. 4g) ©THE (3 0ml) ^Mmm^T. m. 

7. Ig) <7)THF (2Gml) ^^^j^TL, immmi^l^/c. CCDM^^^^, 
2. 3 -bfU ;1.5J?>^^7JC4^ (12. 7g) c^THF (5 0ml) ^® 

f^r«^iti*LXt, mmmz^k oomu *ss»nL. 

TKSfe, It^Urc^. J^Si^{3>?i^Do^:$'> (*«710ml) £ 

^*DU ;^l^T<v:/De;P:r:~7^;U (^rOml) *^inu ^S-^ie^Fpl 
3- (4->tg-;i,-c>>/<;p) - 2 - tf 'J >^>;b;i.7j?>^;5i^ 

(5. og) tuTf#e,n?t. 

NMR (200MHz, CDCUppm: 2.41 (3H. s). 7.24(2H. d. J=8.4Hz>. 7.62(2H. d. 

J=8.4Hz). 7.70(1H. dd. J=8. 0. 4. 8Hz). 7.85(1H. dd. 1=8.0. 1. 5H2). s/^dH/ ' 
dd. J=4. 8. 1.5Hz). 
(IS 2) 
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xmirmntzit^m (6. os) . dmf mm&) , m\:^^-)v (i 

Oml) . THF (50ml) . i^^UUJL^> (5 0ml) (Dm^^m^ Z^fH 

fto :io^mm\Z'is.y-yT-\zb:=.hij)V (3. o g) , hOj:^)urs.> do 
ml) ^ta^. emmmni^. Rjt-m^m^Tif.. ^mm, m^T^mi-h 

t';^ cs^Typ«g^;i/) -3- i4~:^^jv^>V'i)U) -2 -fcrue^>*;i/3i?4^ 
^^i^^mm&m^ (4. 3g) tvxn^ntz, 

Rt^ : lee-iest: (g^^x^;i^-x5^;px-^;i/*ie.f?i?ss) 

NMR (200MHz. CDCl3)ppin : 2. 44(3H. s), 4. 55(2H. s). 4. 69 (2H, s). 7. 31 (2H. d, 
J=8. IHz), 7. 56(1H. dd, J=7. 9, 4. 9Hz), 7. 69(2H. d, J=8. IHz). 7. 94 (IH. dd. 
J=7. 9. 1.6Hz). 8. 78(1H. dd, J =4. 9. 1. 6Hz) 
Tt^^^M: C,8H,4N4 O2 iLT 

n^MW. (%) : C 67. 92. H 4.43, N 17.60 
i%) : C 67.76. H 4.54. N 17. 62 o 

(XS3) 

x®2T?f#e.nfc^b'&tF (0. seg) . i. s-s^y+ft'v-i^D [5. 4. 

0] ~7 -^>v'±> (DBU) (1ml) ^^ZSh)VJL> (40ml) OM-^ 

fy-6-t!UK [3. 4-b] trU5^>;^;i.Jt?- hU;i.;5f^l!§fei^^ (7 6 5 
mg) tLTn^^ntzo 

m/^: 2 2 9-2 3 ix: (mmJ:^Jl^f)^^n^^m) 

NMR (200MHz, CDCl 3) PPm: 2.48 (3H. s). 5. 28(2H. s). 7. 31 (2H. d. J=8. 2Hz). 
7.40(2H. d. J=8.2Hz). 7.6401 dd. J=8. 2. 4.4Hz). 7.80(1H. dd. J-^SltJ^mT 
9. 06(1H, dd. J=4.4. 1. 4H2) 

TC^^J-lffM : C,bH,2N4 O • 0. 2Hi OtVX 
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^Mm. (%) : C 71.14. H 4. II. N 18.43 
(%) : C 71. 20. H 4. 28, N 18. 20 . 

(IS 4) 

xms-vm^ti-^^t^m (2. 3 sg) , (2 smn . mm (2 smi) 

}Vy:z.-)V) -8-^^y-6-tfU H [3. 4-b] kT 'J >:&;px}^- h ij ;p 
fim^^m (1. 6 2g) tLT#9tlfc. 
Sfc,^§: : 253-254"C (e^KX5";i.d»6?I^S) 

NMR (200MHz, CDCl 3) ppji: 2.46 Oa s). 5. 22(2H, s). 6. 64(IH. bs. -COaH). 
7. 32 (2ft d. J=8. 2H2). 7. 37(2H. d. J=8. 2Hz>. 7. 62(1H. dd. J=8. 4. 4.4Hz). 
7. 82(1H. d. J=8. 4Hz). 9. 09(1H. d, J=4. 4Hz) 
7C^^)-^M : CsH.sNs O3 -0. IH2 OiLT 
^nm. (%) : C 67. 33. H 4.14. N 13.09 
^SOM {%) : C 67. 28, H 4. 19, N 13.00 . 
(XS5) 

XS4-C#e>nfc'fb-&# (1. 5 4g) (DTHF (5 0ml) ?g*fi!fctKo^ 
>'^y'Jh^)T'J~}l (7 7 0mg) iJcfctXl, 3--:^J^i^D^4^$/;i.;;^Jl.;J^i; 
-f5K (1. 2 3g) SiD^, MTS^F^mi^iLfc. ^l^T, CtDM;!:^^^?^ 
{C7K^<b^O^:h h 'J':7A (5 5 0mg) ^iiO;t, MmrC 2 0 ^mm^l^T^. Z. . 

^ (5 0ml) Srlin^, 1 6P#KiDlSijli?flL>£:. ^JSE^SSL. ^®i^t3^fc;!fc& 

Tktit, ISii^L, ^l«S:S^-rS^:i{Cj;f3, 6, 8, 9. 1 1 -5^ Kl^fe 
□ -5- (4-pt5^;P7xz:;i.) -6.1 l-v;^:^-V [1, 4] J [3. 

4-g] [1. 7] i-y^^yi^y-hm^mBi (o. seg) <hLT#en;to 
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Mf^: 2 4 7 - 2 4 91C (6t^X5^;i/75i es^^a) 

NMR (200MHz. CDCl3)ppra:2. 45(3H. s). 4. 48-4. 72 (4H, m). 7. 1 2 (2a 1 J=8. OHz). 
7.32(2H. d. J=8.0Hz). 7. 55(1H. dd. J=8. 4. 4.4Hz). 7.68 (IH. dd. J=8. 4. 1. 6Hz). 
9. 01 (IH. dd. J=4. 4. 1. 6Hz) 

TC^i^WM : C,,H,4N, O3 -0. 2H20tL'T 

(%) c eg. 76, h 4. 68, n 9. 04 

(%} : C 69. 64, H 4. 86. N 8. 95. 

(X3S6) 

xms-rr^^nTtit-^m (4 1 0ms) ts. 5 -ex (hU:7;u^Dp<5^;u) 

H^k-^tj^^^fei^fa (44lmg) tLT^ie,n;t. 

sfi.'S : 1 2 3 - 1 2 s-c (mm:3L^j]^A^ibnm^) 

NMR (200MHz. CDCl3)ppm : 2. 28(3H. s). 3. 71 (2H, m). 3. 97(2H. m), 4.46(2H. d. 
J=5. 2Hz). 7.00-7. 20(4H. m). 7.37(1H. dd. 1=8.4, 4. 2Hz). 7. 52(1H. dd. J =8. 4. 
1. 6Hz). 7. 66(2H. s), 7.76(m s). 8. 51 OR bs). 8.61(1H. dd. J =4. 2. 1. 6Hz) 

TtM^^M.: C27H2,N8 O, F, tVT 

i^Wm. (%) : C 59. 02, H 3. 85, N 7. 65 

mmm (.%) c ss. 95, h 3. 95. n 7. 52. 

N- [3. 5-^7. (hU7;U:^P^^;P) -7- (S-^noy 

Pt?;i/) -7, 8-vtHn-5- (4 -^5^;U7xn;|^) -8-:f4^V-6- 

'J K [ 3 , 4 - b ] tf >'>:^;uzjf f 

(X^l) 

3- (4-.;^5^;i//>(>V^;p) -2-tfU>'>;^7;U5}«>K (13. -Bgl^-v^' 
Ptva>®t>'x5^;i.x7.5^;u (1 5. 4 g) , h ';x^;i.TS > (9.~i m i) 
^.fcO^THF (120ml) ©?i-&#J^6i^ra«S»KL;t, ^jB^$®55b. n 
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mv. mm=s:&^Lti. mm^^ mm (20. sg) ©thf (i20mi) 

mmiZ. -7 8*CTDBU (4. 2ml) ^mtULfa. dCDjg^tr^ 0 "C-X? 1 5 
^MWttj^Ufc^. m!^m^2N-HC l\zB^^:^^^ ^MTi^M 

sfe, mm^^^-r^:itiz^iD^ 5, e-s^t KP-s-t hd^ 

j^_5_ (4-;^5^;l/7xli;P) -8-:^^y- 8H-e^y [3. 4-b] t! 
Ui?>-6, 6-i^:^Jl7ti>m. v'X5^;i.xX7"Ad^.%fei^S (1 4. 1 g) t 

SS^: 1 4 8-1 4 913 (@^^x5^;u-< y :/p tr>il'X-^;P;&ie,«jgS) 

NMR (200MHz. CDCl3)ppin:J. 06(3H. t. J=7. IHz). 1. 21 (3ft t. J=7. IHz). 2. 31 (Sft 
s). 3. 95-4. 30(4H. m). 4. 65(IH. s). 7. 15(2H. d. J=8. 3Hz). 7.55(m dd. J=8. 0. 
4.8Hz). 7. 65(2H. d. J=8. 3Hz). 8.47(]H, dd. J=8. 0. 1. 4Hz). 8. 86(1H. dd. J=4. 8, 
1. 4Hz) 

7C3^^J-*f*l : Cz.Hs.NOt izlyX 
tUfM (%) : C 63.15, H 5.30, N 3.51 
^ftlfii (%) : C 63.09. H 5.16. N 3.47. 

3- (4-^5^;i/^>y-f JU) -2~b:tJz^>:fjJl'!^>m (3. Og) > DMF 
(If^) , m.it^^-)V (4. Soil) 43ctOTHF (3 Oml) 2 ^Palfip 

^SeStLfc, JgJft^giL, # e>n^cJg ^tS^^^Si^iSTHF (5 Oml) {Z^M 

)V (4. 1 g) =£:SD^, 5^ViT7K^<fc:J-hU^A i&0%mm (6 4 6Bg) 
SrCJiDAfco eiCOSJC&rg^tJS:- l 0*01? 3 04i-K^L7S:^.i^@[X5^;Kl 

oomi) t7ic (10 Oml) <om^m^\ztsi^r^, mmm^^mi.. jm^mmj:- 
^^^T^tiMit^miim^m^ (4. og) L\^x%i^tift. :!^it^homm 
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(I@2) 

MlTtf^nfe'Tb-^^ (14. 1 g) . i^^ (1 0 Om 1) iScfcCJ^M (1 

0 0ml) (om^<^^3mmtmmmi.:^o mm^^^L. mmmizTic^^Biaiy 

fztZ.^. 5- (4-/5^;l'7x— JP) -8 -:t+y-8H-lf^y [3. 4- 
b] fcrU>?>-6-;«j;Uj}?>'^d«tefeJ^ga C8. 4 5g) tLTf#.^*lfc. 
ai!^ : 2 74-2 7 7t; (2 4 OXinm^^n^lZ^^) (THF— 1'y:/o 

NMR (200MHz. CDCl3-DMS0-da)ppni : 2. 43(3H, s). 6. lOOH, bs. -CO^H). 7. 16(2H. 
d. J=8. OHz). 7. 29(2H. d. J=8.0Hz). 7. 50-7. 70 (2H. in). 8. 94aH. m) 
TtM-^^M : C I eH,,NO 4 -0. IHzOibT 
fh^fa (%) ; C 67. 89, H 3. 99. N 4. 95 
(%) : C 67. 70. H 4. 06, N 4. 83. 

(Jim 3) 

Oml) *3cfct^^^7— ;P (5ml) (DM^miZ. 5- (4 -;*5^;i':7xn;U) 
-8-^=^^V-8H-tf5y [3. 4-b] \^^Jz^>-6-:fjjU^>m (1 50 

mg) OTHF (5ml) mm=&mrL. ^iaT?2i^r^ititbfc^» 

Lfc. ^@<Kl»3JgK (10ml) Sr^JrtlL. ^iaT 1 4 P^rpltSJ^^Ufc^. SiSfU, 

1 N-N aOHSrfflUTSaiJScDpHS: 1 fcHSHLfco «fttJL>S:i^S^iSlSL. 
TKiSfe-r^dtlCjiO, 7- (3 -r/n^yDtrjl/) -7. S-v^fcHP-S- (4 
-^g^;U7in;p) - s -:^:^^V- 6 - tfU K [3. 4-b] tfU>^>*JP4^> 
^;&^il-fei^SS (1 3 Img) i:LTf#e>nfc, 

IS,^: 1 9 4- 1 9 6TC (THF --f y hf;^x-7^;^7^>^e.^M^) 

NMR (2G0MHZ. CDCl5-DMS0-d6)ppra : 2. 30-2. 60(2H. m). 2. 42(3H. s), 3. 54(2H. t. 

J=6.8Hz). 4. 29(2H. t. J=7. 2Hz). 5.42(1H. bs. -CO^H). 7. 20-7. 40(4H. m). 

7. 50(1H. m). 7. 64(lft d. J=8.0Hz). 8. 88(1H. m). • - 1^-- 

(Xg4) 

JMSX^^htirtit'^m (1 1 Omg) . DMF (Mit*) , mit^:^r:jU (0. 
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3ral) » 1, 2->f^QU:^^> (3ml) ii^UTHF (Sml) (DM^^f^ 

&4o^mM^t^vrcWi. mm^m^vrc, ^©t/fcTHP (smi) , a, 

(hVyjlTtn^'^M '^>>?;UT5> (8 2mg) . hVJ0.^JVr5. 
> (0. 12ml) :feJ;OTHF (2ml) (DM-^'^^mub. MUX^ZmrBm 

m^m^ (7 9mg) tUT^/t. 

gS.-^ : 227-22910 (S^ifx^^;!.— f V e;i/X-7^;U;^>i ^.^SS^) 

NMR (200MHz. CDCl3)ppn) : 2. 10-2. 40{2H. m). 2. 27C3H. s). 3. 4-3. 7(4H. m). 
4. 49(2H. d. J=5. 8Hz). 7. 07(2H. .d. J=7. 6Hz). 7. 24(2H. d. J=7. 6Hz). 7. 40(1H. 
dd. J=8.4. 4. 2Hz). 7. 54(1 H. dd. J =8. 4. 1. 4Hz). 7. 67(2H. s). 7. 78(1H. s), 
8. Q6(m bt). 8. 70(m dd. J=4. 2. 1. 4Hz) 

TcM^^M: CttHzzNa OaClFe-O. 2HjOtL.T 

tf-IPM (%) : C 57.43. H 3. 8S, N 7. 18 

HJBIfi (%} : C 57. 29, H 3. 98. N 7. 07. 

N- [3. 5-\dX (hU >';i/:^D^5^;U) ^>>';U] -5- (4-^5^;U:7 
a:—;!/) - 8 -:r^V- SH-tf^y [3, 4-b] tT 'J v=>- 6 -:i?7;i'it^=MJ- 

##^J2 0X^2T^fe,nfc{b-&!fe<i:> 3, 5 - tf 7. ( h U :7;U:t n 

mj^: 1 8 2 - 1 8 St: (gt®tx5';p-x-7";Pdi^Si^rB) 

NMR (200MHz. CDCU)ppin : 2.44 (3H. s). 4. 63(2H. d. J=6. 4Hz). 7. 17(2H. d. 
J=8. IHz). 7.34(211 d. J=8. IHz). 7. 50-7. 65 (3H. to), 7. 73(2H. s), 7. 80 (i& -s) : - 
8. 96(ia n) 
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ff-^M (%) : C 59.30. H 3.18. N 5.53 
miS.m (%) : C 59. 42, H 3. 30. N 5. 45. 

5 N- (2 -p^ h4^5>^>v^Jl/) -5- (4-;<5";i/:7x— ;u) 

8H-tr^y [3, 4-b] tfUi?>-6-;)!j;U7f?4^lJ-5 1^ 

10 m.-^^ : 1 8 9 - 1 9 or (il5Mx5^;i.;5ie,ffije^B> 

NMR (200MHz. CDCls)ppiD : 2. 44(3H, s). 3. 90(3E s). 4. 48(2a d, 1=5. 8Hz). 

6. 85-6. 95(2H, m). 7. 10-7. 35(6ft m). 7. 43(1H. bt). 7. 50-7. 63(2H. n), 8. 93(1H. 
m). 

15 mnm 5 

N- [3. (hVy)l^Up^^M ^>i^Jl] -7. S-i^tlKD- 

7- (4 - 1 Kn^i/>^5^J|/) -5- (4-;<-5^;U7xn;p) -8-^^y-6 
-trUK [3, 4-b] fcfU>f>:3t7Jl<'3}<=Mi-5 H 
#%0!l3T?#;tfk^ife (2 0 Omg) <Z)THF (5ml) -^^'y-;P(10 
20 ml) j§SKfc:0'CT4-T5y- 1 -:/:5'y-;i' (0. 5ml) ^tOpL. Mm.~C 

immtrnvtio ^jtm^m^i^mm^^^v, nmm\zmM (i5mi) *ira 
ih-^mam^m^B (i4 4mg) thxn^nft, 

25 MA : 1 8 7 - 1 8 sr (S^Kx^;u-'f y t!;ux-5^;i/75^ &^^^a) 

NMR (200MHz. CDCU) ppm : I. 3-1. 5 (2H. n). 1.6-1. 9(2H. m). 2. J9(3It^. &).-- 
2. 82(ia bs). 3. 55(2H. t. J=5. 7Hz). 3. 69(2H. m), 4. 48(2H. d. J=5. 8Hz). 

7. 08(2H. d. J=8. IHz). 7. 21 (2a d. 1=8. IHz). 7. 29(IH, dd. J =8. 4. 4. 2Hz), 
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7. 52(1H, dd. J=8.4. I.4Hz), 7. 68(2H. s). 7.78(1H s), 8. 39(1H. bt). 8. 61 (IH. 
dd. J=4. 2. I.4Hz). 

7. 8—:^tHn-7- (3-t Kn:^5xyptf;p) -n- (2-^K=^^->^ 
>z^M - 5- (4-^^JU7x^;P) -8-:^-4^V-6-tfiJ H [3, 4-b] 

7. 8->?tKD-7- (4-t: KD:^^>':/5^;U) -N- (.2 - ;A h=^i^^> 
i^M -5- (4->t^JP7air:;U) -8-^^^y-6-trU K [3, 4-b] 

: 2 0 5 - 2 0 6*C (pt^/'-;i^-X5^Jl/X-7^;Wj&ie,SjgS) 
NMR (200MHz. CDCl ,) ppm : 1. 57(2H. m). 1. 95(2E m). 2. 33(3H. s). 2. 71 (IH, 
bs). 3. 66(2H. t. 1=6. GHz). 3. 75(3H. s) . . 4. 00-4. 1 5 (2H. m). 4. 29(2a d. 
J=6. 2Hz). 6. 59(1H. bt). 6. 71-6. 92 (3H. m). 7. 04-7. 30 (5H. m). 7. 41 (IH. dd. 
1=8.4. 4. 4Hz), 7. 62(m dd. J=8. 4. 1. 4Hz). 8. 82(IH. dd. 1=4.4. 1. 4Hz). 

N- [3. (hU7;u^P^5^;p) -7, s-i^tHP- 

7- (5-t h*0^'>^>5";U) -5- (.4 - JL-m -8— :t^-V--- 
6-trUh- [3. 4-b] t?U>?>*;UzI^:^-+)-5 
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Bl!^ : 1 3 6 - 1 3 rt: mBJ^^)l^-J:^JlJi~^)\^A^i=>ni^^) 

NMR (200MHz, CDCI3) ppm : 1. 10-1. 35 (2H. m). 1. 35-1. 55 (2H. m), 1. 6-1. 9(2H. 
m). 2. 28(3E s). 3. 50-3. 70(4H. m). 4. 47(2H. d. J=5. 8Hz). 7. 06(2^ d. 1=8. OH2). 
7. 19(2ft d. J=8. GHz). 7. 35(IH. dd. J =8. 3. 4. 4Hz). 7.50(IH. d. 1=8.3. 1.4Hz). 
7. 69(2H. s). 7. 78(1H. s). 8.29(111 bl). 8. 64(1H. dd. J=4. 4. 1.4Hz). 

N- [3, 5-1^;^ (hU:7;P;^D^5^;v) ^>«:^;u] -7, 8-vtKD- 

7- (3 -k f^P^>':/DhfJl.) -8-:?h^y- 5-yjc-;i/-6-tfU h* [3. 
4-b] tfUv?>*;U7|^=^^1t5 K 

(x.m 1 ) 

2 oig 1 CD 3 - (4-pt5^;i/^>\/-i';u) - 2 - tf U>^>;^;P3H>^ 
(DiXty 0 tc 3 -^>'MJU- 2 - tr U >'>:^7;U#>^^ffi ViT, ^^m2<DjlU 

- 5 -:7x-;U- SH-tf^y [3. 4-b] t!Ui^>-6. 6 ->>;3!j;l/d?>^ 

: 1 4 6 - 1 4 T-C mmJL^)V—( y t!;l^X-5^;i.;$^^Wi»j^) 
NMR (200MHz. CDCl ,) ppm ; 1. 07 (3H. t. J=7. 2Hz). 1. I8(3H. t. J=7. 2Hz). 
4. 00-4. 25 (4H. m). 4.70(1^ s). 7: 30-7. 40 (3H. m). 7. 56(1H. dd. J=8. 0. 4.8Hz). 
7. 74-7.85(2H. m). 8. 48(1H dd. 0. 1. 5Hz). 8.87(1H. dd. J =4. 8. 1. 5Hz). 
(1^2) 

if?Uv ifflS-rSt 8-:t=^^y- 5-:7xx;i/-8H-tf5'y [3. 4-b] kfU 

2 8 8 - 2 9 or (THF->l3'y-;i'-X--^;U;6^e>Si^^a) 1^.-. 
NMR (200MHz. DMSO-ds) ppm : 7. 28-7. 60 (6ft m). 7. 81 (IH. dd. J=8. 2. \ 4Hz). 
8. 95(ia dd. J=4.4. 1. 6Hz) o 
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ffiViT, mmm3tmmiZR^L, MS-rStN- [3. S-fX (h>J:7;i.;^- 
U^^)V) ^>i»V\ -8-:^-4^V-5-:7xli;i'-8H-tr5/ [3. 4-b] 

tr u 5^ > - 6 - * ;p ^t?^-t^ 5 K <!i u Tf# e» n)t , 

iS,^: 182-18310 (g^^x5^;L'-< yyptr;Ux-7^;i.;i^S^i^S) 

NMR (200MHz. CDCI3) ppm : 4. 6 1 (2H. I, J=6. 2Hz). 7. 24-7. 34 (2ft a). 7.49- 
7. 67(6H. dO, 7.72(2H. s). 7.79(1H. s). 8.96(1^ dd. J=4. 2. 1. 6Hz) . 
(Xig4) 

WiM : 129-130'C (StKxg^;u-x5^;ux— 5r;ixjO=»c,^jgS) 
NMR (200MHz. CDCU) ppm : 1. 91 (2H, m). 3.45(2H. t. J=5. 4Hz). 3. 70(2H. m). 
4, 46(2H. d. J=6.0Hz). 7.2-7.4(511 m). 7.44(IH. dd. J =8. 4. 4. 4Hz). 7. 59(1H, 
dd. J=8.4. 1. 6Hz). 7. 61(2H. s). 7. 78(1H, s). 8. 25(1E bl). 8. 70(1H. dd. J =4. 4. 
1. 6Hz). 

N- [3, 5-t:Z (hU 7;W^D^5^;W ^>z^)l] -7. S-v'bKP- 
7- (4-t HP=¥v::^5^;i') - 8 -^^V- 5 6 -trU K [3. 
4-b] fcrU>'>;^7;i^4^^+l-5 K 

##^J9(DXg3T#7t{b^^t4-T5y- 1 -:/^y-;i/i&fflliT, ## 

m/^: 1 5 5 - 1 5 71C (I^SIX^JI^-^ y tfJUx— jr;!,^^^ 

NMR (200MHz. CDCI3) ppm : 1. 45(2H. id). l.83(2H. m), 3. 58 (2a t. J=5. 8Hz). 
3.73(2a m). 4.44(2a d. J=5. 8Hz). 7. 2-7.4(6^ m). 7. 54(1^ dd. J=8. 1. a^-ffl2)V 
7.60(2a s). 7.77(m s). 8.05(ia bO. 8. 66(1H. dd. J=4. I, 1. IHz), 
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1 1 

N- [3. (hOy)U:ta;A^M K>i^M -1, 2-'>*tHP- 

2- (4- 1 Kp^^->:/5^;W -4- (4-^5^;i/7xn;u) -i-::i-4^y-3 

-trUK [3. 4-c] trU5^>*JUJt?=^^U-5 H 
(XS 1 ) 

^#«F)| 2 (Dig 1 ® 3 ^ (4-;>t5^;i/^>y<;W - 2 - fc!U >'>^;U3J^>S! 
IC{^AT4- (4-^5^JI/^>V'<;U) -3-iff)':^>i3)U^>mt:miK ## 
«»J2 0XS1 tl^^tCSI&Lv ^S-r-5i:3, 4 -S^k Hd-4 -fc KP^^S^- 
4- (4-;*5^;i.-7x-;i/) - 1 1 H- tf^y [3, 4-c] tfUv 
>- 3. 3 ->?:^7;i/7K>m i^:i:5^;l-XX^;i.;5«^fe?S:K#ltUT?§e.n^. 
NMR (200MHz, CDCI3) ppm: 1. 08(3H. t. J=7. IHz). 1. 21 (3H. I. J=7. 2Hz). 2. 31 (3H. 
s). 4.00-4. 40(4H. m). 4. 72(IH. bs). 7. 14(2H, d. J=8. 4Hz). 7. 64(2H. d, 
J=8. 4Hz). 8. 05(ia d, J=5.3Hz), 8. 85(lft d. J=5. 3Hz). 9. 12(1H. s). 

(xm 2 ) 

4 - c ] tf u 3 -t})v^>mm&m&tLx%iotif:i, 

mj^: 2 5 4-2 5 6t: (THF — T V P'P bf Jl/X-7^;W;&i^S»§S) 

NMR (200MHz. CDCIs+d.-DMSO) ppmrZ. 43(3H. s). 5. 3I(1H. bs. COOH). 7, 04{1H. 

d. J=5. SHz). 7. I6(2H. d. J=7. 8H2), 7. 29(2H. d. J=7. 8Hz), 8. 81(1 H, d, J=5. 5Hz). 

9. 54(1H. s). 
(XS3) 

x@2Tt#fc<b-a-i^t 3. 5-t'X (h^JyJlTtUy^^M ^>>?;UT5>^ 

mi^x. m^ms tmUizKit-v. mm-r?>tN- [3, s-ifx (hvyju^ 
n;f,^)l) -^c>s^;^] -4- (4-^g^;i/:7x-ji/) - 1 -:t4^y-iH-tf^ 

^ [3, 4-c] }d^)i?>-3-:^jU:^^'*)-S.\^tm^1^^iiLX%^n^— ^' 
B*,^^ : 1 8 8 - 1 8 9*0 (g^KX5^Jl/-< V:/ptfjl.x-5^;i.d^e?|i^a) 
NMR (200MHz. CDCl,) ppm : 2. 44 (3H. s). 4. 61 (2H. d. J=6. 2Hz). 7.05(]H. d. 
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J=5.3Hz>. 7.15(2H, d. J=8. IHz). 7.32(2H. d. J=8. IHz), 7. 430a bl), 7.7.0(2H. 
s). 7.80(1H. s). 8.85(IH. d. J=5. 3Hz). 9. 56(1H. s). 
(XS4) 

xm 3 X'^ftit^i^ «t 4 - 7 5 y - 1 - y 5 ^ 

Mf^: 128-1 sir (mmj:^Jl-^v:fuk:;uji-y^)Viiii^n^^) 
NWR (200MHz. CDCI3) ppm : 1. 45-1. 70(2H. m). I. 75-2. 05 (2H. m). 2.31(3H. s). 

3.65(2H. t. J=5.9Hz). 3. 98(2H. m). 4.36(2H. d. J=6. OHz). 7.00aH. d. J=5. 7Hz). 

7.12(2H. d. J=8.1H2). 7.18(2H. d. J=8. IHz). 7.56(2^ s). 7.80(1H. s). 8.47(111. 

d. -1=5. 7Hz). 9.41(1H. s)» 

12 

N- [3. 5-h*X (hVyjU^tn^^)],) -2-^aa-N- (2 

2-7^y:3L^/-}V (3. 6ml) ©THF (30ml) 5-H 
(hU:7;i.:^D^9^;p) ^>i?)V~fuz\^ (1. iml) ^^f^T<3lro^/c. 
C:©jg^<^$MTlBtF^^J$L/i^. mmx.^}l (3 0m I) ^inA. TK^tt/f 

- [3, 5 -fx (hVyjl'^n;<^jl) ^>>f;|^] -n- (2-tHa=^2^x 

Ti>:^m&i^^ (1. 3 8g) ttx^ietifc. 
st^ : 1 0 7 - 1 0 a-c (x^y-;i.-x9^;i.x-7-;p*^e.siss) 

NMR(200MHz.CDCh)ppin:2.83(2H. t. J=5. 4Hz). 3.72(2H. t. J=5. 4H2). 3.96(2H. 
s), 7. 78(1H. s). 7. 82(2H. s). 
(Xg2) 

2-i/DP-4-7xx;i.-3-lfU>5>;^7;P7t?>i. (3l8mg) OTHf' 
(10ml) mt^:t:^}U (0. 7ml) tDMF (MiBftS) ^iDA. 
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<Dmm^, JJcJ^T, xSiT^^nfcN- [3. 5 -fx (hU:7;i/:ta^5^;i') 
^>s;;H -N- (2-t HP:^>'X5^;P) 75 > (3 9lmg) , h'Jj^^jU 
T5> (0. 5 7ml) SZ>'THF (10ml) OM^mizmX. MMTZmr^i 

m^t-^^-^m^f^ (5 5 Img) (75 HM^fcOUTC0->;^- N^>XS'I4# 
it *«J2 : 1) tUT^^nfe. 

NMR (200MHz. CDCls) ppm: 2. 82-3. 92 (4H. m). 4. 16(lHXl/3. d. J=16. OHz). 
4.4l(lHXl/3. d. J=16.0Hz), 4.730HX2A d. J=15.0Hz). 4. 87aHX2/3. d. 
J=15. OHz), 7. 20-8. 85 (9H. m), 8. 43(1 H. m). 

##^1 3 

(S) -N- [3. 5-t'X (N>J 7 Pp^^;U) '^>v?;|/] - 7. 8 -5^ 
bKn-7- (3-fc:HD::1^5>-2-^5^jP:/ntf;M - 5- (4-^5^;i/7:r 
x;i.) - 8 V - 6- bfUK [3. 4-b] tf'j -:^>A;i,7H4^U-5 K 

m^MSTmrzit-^i^ (1. Og) OTHF (10ml) (7. 
5ml) ^^St (S) -3-75/-2-pt9^;i.-l-yn/t/-.;i, (3 0 7m 

@%{C7-bhnhU;P (3ml) , h;Ux> (2 Im 1 ) ;feJ:tJCDBU (0. 4 
2ml) eUDA, mraMSMUfc. @^^x3^;i.-e^|l? 

mj^: 1 2 3 - 1 2 s-c i-Rmmm, nzj^mt) . 2 15- 21 ex: mm 

M) (i^®|x5^;i.-^yyph!;ux-5";U75ve,Si^S). . - 

[a] D : + 1 1. 1 ' (C=0. 3 5 0. CHC 1 3) 
NMR (200MHz. CDCI3) ppm : 0. 79 (3H. d. J =7. OHz). 2. I3(1H. m). 2. 28(3H. s). 
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3.10-3.70(4H. in). 4.48(2H. d. J=6. ZHz). 7. 00-7. 25(4H. m). 7.43(1H. dd. J=8. 4. 
4.2Hz). 7.59(1R dd. J=8. 4. 1. 6H2). 7.69(2H. s). 7.79(1H. s). 8. 38(1H bt). 
8. 70 OH, dd. J=4.2. 1.6Hz) 

ff^M (%) : C 59. 39, H 4. 47 , N 7. 16 

mmm (%) : c 59. 64. h 4. 31 . n 7. 01 . 

(R) -N- [3. 5~h'X (h«j7Jl.::fD^5^;i.) -7, s-J^ 

-;^-6~fc^u H [3. 4-bJ tf U >^>;i!7;i.j|?=^^iJ-$ K 
##fis|9©Ig3-??^fcYt:^!gb«h (R) -3-75/-2-^5^;i.- 1 -yn 

WlJ^: 1 0 1 - 1 0 3-0 (X5^Ji'X-^;i.-<yyDif;i,x-^;i.;6^e^;^^) 
NMR (200MHz. CDCI3) Ppm : 0. 77C3H d. J=6. 6H2). 2. 14C1H. m). 3. 10-3. 70<4H ■ 

m). 4.47(2H. d. J=5.8Hz). 7. 1-7.4(5^ m). 7.45(1H. dd. J=8. 4. 4. 2Hz). 7. 60(1H. 

d. J=8.4Hz). 7.65(2H. s). 7. 78(1H. s). 8. 60(1H. bt). 8. 69aH. d. J=4. 2Hz) 
[a] o :-5. 4" (C=0. 5 12. CHC 1 ,) , 

5 

(R) -N- [3. S-fcTx (ihVyJU:ta;A^}V) ^>i^)],} -7. S-v^ 
tKD-7- (3-kKD=t->'-2-^5^;i.;/pkr;P) -5- (4-^^JUy:n. 
-8-;t-+y-6-trUK [3, 4-b] tfUv>A;i.z}?c^.^5K 
^^ms-Cmrzit^^t (R) -3-75y-2-^5-;U-i-:^PAy_;p 

SS,^ : 1 2 3 - 1 2 S-C (-BU^^, SC;^@{k) , 2 1 5 - 2 1 6 1: (MSU 
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NMR (200MHz. CDCI3) Tim:^%mi Z (Dit't^OTs^i? V MzmC 
[a] D :-9. 0" (C=0. 3 4 6, CHC 1 3 ) , 

##0IJ 1 6 

(±) -N- [3. S-tf;^ (h'J7;U:^D;>t5^;i/) ^>5^;i,] -7, S-v^ 
tKo-7- (4-hKD:^->-3-^5^;U:/5^;i.) - Q -yt^v - 5 -y 3l=. 
;V_6-tfUH [3. 4-b] hfUy>;i57;WjJ^4--y-S H 

U!^: 2 1 7-2 1 9t: (e^^x5^;i.-< y :/o tr;kx-er;t.;&i . 
##^J 1 7 

(±) -N- [3. (hu:7;p;^a;<5^;i/) ^>i>)V\ -7. s-i^ 

bKD-7- (4-fcHn:^>—3-p<^jU:/5^;i.) -5- (4 -pt^;w:73ix 

-8-:^:^y-6-fcr'J H [3. 4-b] tf U 5 K 

3 7? ^ife^t-^^, 4 - T 5 / - 2 - ^ - 1 - y l,,T. 
#%^J1 3ti^^{3LTKJt£:l., M3SL7ttil^, ^li^t^i^7&^^fe,«B^B<h 

M.^ : 1 2 9 - 1 3 o-c (-Bgs^^, nzsmit) . 1 8 8 - 1 9 0 "c mm 

M) (S^^X5^ju-^yynbf;i.x-T-;U;6iS^i^^) 

NMR C200MHZ. CDCU) Dpm:0.79(3H. d. J=6. 6Hz), 1.4-1.8(3H. m). 2. 28(3H. 
s). 3.03(m t, J=6.6Hz. -OH). 3. 2-3.7(4H. m), 4. 49(2H. d. J=5. 8Hz). 
7.0-7.3(4H. m). 7.30(1H, dd. J =8. 4. 4. 4Hz). 7.53(1H. dd. J=8. 4. 1. 4Hz). 
7.68(2H. s). 7.78(1H. s). 8.48(IH. t. J=6.0Hz). S.eKlH. dd. 1=4.4^ 4^^2)7 

1 8 
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(R) -N- [3, 5 -fx (hVy)U^n:^^}\,) ^>vJ;p] -7, 
#%fi^J9«)Ig3-e#fe^b'&<fet (R) -4-T5.J-2->^^)l.-l-:f^ 

y-ju f^h^tHDt:^-;!. (THP) x— r;i/^ffiViT, m^mi3tmm 

Miijk: 2 1 3 - 2 1 St: (B^®EX5^j|/-x5^;Px-5^;Uj!)^e,^jg^) 
NMR (200MHz. CDCl,) wn : ^^Ml 6 (Dit^mo^X^^p hMzmC 
lal D 0° (C=0. 519. CHCl,). 

^WMiiL-cmi^K XmfZm<0:^m m m-, 5^h^-vh*D> (Tetrahedron) 
3 9#, 3 1 0 7-3 1 0 9M (1 9 8 3^) : ^^#t30UTB-^^;&^fB^$ 
nrViS. Sfc^x-^^'. Tt^;^ (H. Mattes) i^^—^JU :^=f^i^ 
5 X h »J — CJournal of Medicinal Chemistry) ^ 3 0#> 1 9 4 8-1 
9 5 IH (1 9 8 7^) : fc2pDTS;&LT. (R) - 4 - t K D + i>- 3 - 

;i':/^>- H THPx— 

NMR (2 0 OMHz, CDCh) ppm : 1.0 9 (3HX 1/ 
2, d. J = 6. 8Hz) , 1.10 (3HX 1/2. d. J = 6. 8Hz) , 1.5- 
1. 9 (6H. m) . 2. 1-2. 6 (3H, m) . 3. 1 7-3. 8 8 (4H. m) . 
4. 6 0 (IH. b) 3 . 

^^O^-^m (2 2. 7 s) (OX.^)U JL-y^jl (1 0 Oral) mm^. OX:'VyKm 
it^J^'^ATJl^S.^OJ^ (3. 7 g) OX^^JP X-5^;p (2 0 Oml)-CD!^^tp ' 

?ltK**T}^«Jb, tK (3d1) , 1 5 %7k^{b:J- h U -^/AtJc (3ml) 43j;CX7lc (l 
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Oral) *MJ^L?a:;6«5JD7lfco it^tl^-fe^-l' h (Celite) SrffiViTjtS'JL. m 

THPjL-v'ji.^m^i^^m (2 1. 7g) tv-rn^titz, 

NMR (2 0 OMHz. CDCI3) ppm: 0. 9 4 (3HX1/2, d, J = 6. 
8Hz) , 0. 9 5 (3HX 1/2. d. J = 6. 8Hz) . 1. 2- 1. 9 (1 IH, 
m) , 3. 1 3-3. 9 0 (6H, m) . 4. 5 7 (IH, b) . 

1 9 

(R) -N- [3. 5-t*X (h'J7Jl/:^n^^;i/) ^>i^;U] -7, 
tiKo-7- (4-t KD4^'>-3-pt^;i/:/?^;i.) -5- (4-^^;U7ai- 
M - 8 - 6- tfUH [3, 4-b] tf'J i^>;^;i.7i?:=t-+f-5 h* 

^mmsxnrcit^mt (r) -4-T5y-2-^5^;p- 1 

M}^: 1 2 3 - 1 2 (-B.ii*^^. numity . 205-206^ mm 

M) (g^^»;u— rv:/Dtf;i.x— 

NMR (200MHz. CDCh) ppm ; ##«SJ i 7 iDit-^m<D7.^Cf YjV^zmC 
[a] o 2" (C=0. 471, CHC 1 s) . 

##^J2 0 

(S) -N- [3. (h';:7;i.::rD7^5^;i.) a:>c^;i,] 8->? 

th*a~7- (4-t:Ha=^'>-3->^^;i.:/^;l.) - 8 -:^-4^V- 5 -7x::i 
;U-6-hrUK [3, 4-b] eU>'>;j!7;i'7j^=t^-9-5 K - 1^— ^' 

##^J 1 8 {C:fett^ (R) -4-75y-2-pt5^;i.-l-r/i5^/-7l. TH 
PX-5r;UOf^t)0(:: (S) -4-75 2 l -y^J^y-;!, TH 
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Mj^: 2 1 3-2 14*0 (i^^x5^;i/-x5^;UX'-7^;i/;6i6M^S) 
NMR (200MHz. CDCI3) Pm : ^^Ml 6<Oit^(^(r>7.^^ hMzMC 
la] o 5' (C = 0. 49 2. CHCla). 

(S) -N- [3. 5-t*X (h*Jy)l'^a;<^M ^>S^M -7. 8-'^ 

)^]ia-7- (4-tKn^>'-3-;<5=-;i^:/9^;u) -5- (4-7^^;u7ix 

)V) -8-:t^V- 6-tfU H [3. 4-h'\.EVi^>tl)\^:^=^^S.\f 

##^J1 9 (;::fett^ (R) -4-TS/-2-;*5^;i/- 1 -y^y— ;U TH 
P:^—r-JU<Di^t>OiZ <S) -4-75y-2-;*5^;i/- 1 -t/rJ^y—;!^ th 

1*.^ ; 2 1 3 - 2 1 S-C (-RBM^, nUmt) . 207-208*C (TO 

NMR (200MHz. CDCU) Qm:^mmi 7 <D<t't^<D7.^^ hJUizmC 
ial o :-2. 7° (C=0. 391, CHC 1 3) . 

#%f!l2 2 

N- (2-7 5 7x5^;!.) -N- [3, 5 - If;^ ( h 'J :7;U:tD^5^JW ^> 

-2-^nD-4-7xx;p-3-t!U>'>*;i/5}?4^ti-s M 

2-i7DD-4-7xx;i/-3-h!'Jv>*;i/3j^>ffiE (14 5mg) ©THF 
(5ml) ^^tC*|{b5^:i-x;U (0. 15ml) tDMF (ftfeitM) <£r*n^, 2 
l^raflP^.jggiiLfc. ^jSES@5SL. J^Si^^THF (5ml) \zmmVft:LJS<D-^ 
mm^^l^T. N- [3, 5-1^7. (h^Jy)U^n;<^M ^>>>)V] -N ' - 
terl-:/J>^>':«7Jl'7l?xJl/X5=-l/>v^T5> (2 4 0mg) , hUX5^;i.75> 
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(0. 2 6ml) *3J;OTHF (10ml) OM^mzlm^X. m^-VSmfUm 
Whtc. 75:*$. N- [3, 5-\iX ihVy)\y:tn:^^)U) ^>i^)U] -N'- 
tert-y h + S^;^;;U/}^-;i/X^I/>>'T5 >{i. JL'^Uyz^T Z>t>^^yX)l^ 

^■li-TN- [3. S-h'T. (h *J y}V:i-a;<^)[,) ^>i^JU} JL=f-V>VT^> 

^^i?- 1 erl - tSiS$14-S CI i: tc J; D fft^^l^ <h bTISIS Lfc. 

>t^jl.) ^>-:^;w] -N- [2- (tert-yh4^>-*;i.7f?x;i/T=y') X9^;V] 

NMR (200MHz, CDCl3)ppm : 1. 20-1. 60 (total 9H. m), 2. 70-4, 90(total 7H, m). 
7. 20-8. 00 (total 9a m). 8.46(1H. d, J=5-2Hz), 
(Xg 2 > 

n?f#;t{b^©f', 4N-HC iS^^x^^l-jg^ (10ml) ^iiflx., ^ 
Ml? 3 0 5^r«mi^L.rco Jg««$:S5SU n^m\Zj^'m.7^m± V >J C'A7jc£AP;t. 
g^@EX5^;l.TlfttBLfco ffitUI^*7fci5feL>5:^. ^*SL.^j«=£fg55-rs«h. MlS^t 
-^tJ^d^^Hfitt^^it? (3 4 9mg) tLX#^n>S:. 

NMR (200MHz. CDC h)DDm : 2. 30-3. 70 (4H. m). 4. 15(lHX2/5. d. J=16. 2H2). 
4. 38(lHX2/5. d. J=16. 2Hz). 4.65(lHX3/5. d. 1=15. 2Hz). 4. 84(lHX3/5. d. 
J=15. 2Hz). 7. 20-7. 60(6a m). 7. 65-7. 80(6H. m), 8.47(IH. m). 

##0IJ 2 3 

N- [3, 5-t'x (h U 7;L':tn^5';i/) ^y-JM - 2-^uu-\^- (3 
-t Hn^i^7'Ptf;u) -4-7xx;u-3-t:'J v>*;i^3l^^ii-5-K i^-- 
(X@ 1 ) 

2(DXigU::*5lt^2-T5>'X^7y— ;U0r)f<^^K)|::3_;7^5y_ 1 
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c:6, N- [3, 5-b*x ihiJy)V^n:A^)\<) ^>>f)U] -N- (3-tK 

BK* : 5 7 - 5 8r (X5^JPx— 5^;i^-^^-b->die,f|ilSM) 
NMR (200MHz. CDCl3)ppin : I. 77(2H, quintet. J=5. 8Hz). 2. 89(2H. t. J=5. 8Hz). 
3. 82(2a t, J=5. 8Hz). 3. 93(2H. s), 7. 89(3H. s) 
7C^:$i-^ff# : C^H.aNOF, ^LT 
tf^^ (%) : C 47, 85, H 4. 35 . N 4. 65 
^mm. (%) : C 47. 76, H 4. 32 . N 4. 65 o 

2cDxg2 ^c:^5^tSN- [a. ih'Jyju^ayk^ju) ^> 

3:1). 

Bl!^ : 121-12210 (0ilX5^;U — f 'JZfnh^JlX.—y^JUfi^'^n^^) 

NMR (200MHz. CDCU)ppin : I. 00-1. 70 (2H, m). 2. 75-3. 20 (2H. m), 3. 35-3. 55 (3H. 
m). 4. 06(lHxi/4, d. ] = 16. 2Hz). 4. 31(lHXl/4, d. J=16. 2Hz), 4. 65(lHX3/4. 
d, J=15. 2Hz). 4. 76(lHX3/4. d, J=J5. 2Hz). 7. 20-7. 55 (6H. m). 7. 72(2H. s). 
7. 80(1H. s), 8. 47(1H. d, J=5. 2Hz) 

TC^^^m : C24H,sNi O2 Fe C\ tLX 

sYWm (%) : C 55. 77. H 3. 71 . N 5. 42 

^JRJM (%) ; C 55. 65. H 3. 70 , N 5. 57 . 

0mm 2 4 

N- [3. 5 -ex ihUyJl'^a^^^M ^>i^)lr] 
-h HP^^s^xf^;!/) -5-pi^;i/-4-yxxju-3 
K 



-2-^PP-Iil^-(2' 
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MA: 146-148^ <@^ffiX5^;i/— f vyDtr;i'X— xJ|/;{>%6lliifS) 
NMR (200MHz. CDCl a) Dpm: 2.09 (3H, s). 3. 02(1H. dt. J=15.0. 5. 6Hz). 3. 25(1H. 
dt. J=15. 0. 5. 6Hz). 3. 60(2H. m). 4. 57(1H. d. J=15. 2Hz). 4. 79{IH, d, J=15. 2Hz), 
7.05-7. 50 (5H. m). 7. 62(2H. s) 7. 76(1 H, s). 8. 33 OH. s> . 

N- [3. (l-U7;u^D^5";i,) -2-i>op-N- (3 

1 2 (DX^ 2 2 -i^ D □ - 4 - 7x32;i.- 3 - e U 

>®?©'f^^ Ofw2-i7on-5->< ^JU~ 4-y X 3 - 1? U i?^*;!/^}^ > 
m^m\K N- C3. (h'J7;^:^-□^5^;^) '>:>5?;i^] -N- (2- 

bHn^'>x5^JU) 75>®f^5*:>D{Z##«a|2 3 0IS1-C#/5:N- [3, 5 -• 
(h*Jy)]^:ta;^^)V) '^>'^;v] -N- (3-t Ka=^^>':/otf;i.) rs 

NMR (200MHz. CDCl3)ppn: 1. 10-1.80(2^ m). 2. 06(3HXl/2, s), 2. 08(3HXl/2. 
s). 2.80-3.30(3H. m). 3. 35-3. 70 (IH. m). 4.08aHXl/2. d. J=16.4Hz). 4. 39(IH 
Xl/2. d. J=15.0Hz), 4. 47(lHXl/2. d, J=16.4Hz), 4. 70(lHXl/2. d. J=15. OHz). 
6. 90-7. 62(7H.. m). 7. 72(lHXl/2. s), 7. 77(lHXl/2. s). 8. 28(lHXl/2. s). 
8. 31(lHXl/2. s) . 

(±) -N- [3. (hVy)U:tn:<^)i) ^>i^jui -7, 
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tKD-7~ (2. KD^>'yDhf;U) -5- (4->i^)VV:iL=iJU) 

-8-;^-+V-6-fc!U K [3, 4-b] fcf' J K 
##M3T#fcik^i^i: (±) -3-7^/-l. 2-zrn/'^>':^7i-^)V^m 

viT. ##^01 stisi^fcLTs^sL, jail bfc tea. ^mit^mmn^m. 

NMR (200MHz. CDCl8)ppin:2. 20{3H. s). 3. 50(2H. m). 4. 02-4. 30(5H. m). 4. 75(1H 
b). 5. 35(1H. b). 6.92-7.46(6H, m). 7. 55(2H. s). 7, 70(1H. s). 8.63(IH. m). 
8. 83(1H. b). 

##«a|2 7 

N-^>v7JW-8-:^-:^^V-5-7a:r:;U-8H-tr^/- [3, 4-b] tT 

S*.^ : 188-189'C h >-X5^;i. X— 7^;i.*i^f?Sg^) 

NMR (200MHz. CDCl,) ppiii:4. 48(2H. d. J=5. 4Hz). 7.2-7. 4(8H. m). 7. 49-7. 65 (5H. 
m). 8. 95 (IE dd, J =4. 4. 2.0Hz) . 

##^J 2 8 

y [3, 4-b] tru>?>-6-;<j;i'3j^+-y-5 H 

##^!l9®XS2Tt#fcft:-g-!^.h 3. 4->?i7Dn^>>f;UT5>^>^l'iT, 

Sfcji^ : 198-200'C (T-fe h >-X5^Jl/ X-x;Uj5i&ffj^a) 

NMR (200MHz. CDCl,) ppm : 4. 44(2H. d. J=6. OHz). 7. lOOE dd. J=8. 2. 2.0Hz). 
7. 25-7. 70(1 OH. Di). 8. 96(1 H. dd. J =4. 3. 1. 7Hz). - 1^-- 

##Cnj2 9 
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N - [3. S - \£7. V y JV^O ^yV)i:\ - 2-i7DD-N-[(S) 

- 3 - 1 F D^i^- 2 -^5^;i/yo bf;W] - 5 - 4 3 - k: 
3. (h>j:7;u::^-a^5^;v) '>?>-:^;i/^:$'>x;uii^^-Kt (s) - 

3-75.J-2-7^^}Vl^n/t/-)V^THF'PXK}t^'^iim- C3, .5- If 
(hU:7;v:^-pptf^;p) ^>V)V\ -N- [ (S) -3-bHP^'>- 2-^ 

NMR (ZOOMHz. CDCl,) ppm : 0. 86 (3H. d. 1=6. 8Hz). ].98(1H. m). 2. 63(1H. dd. 
J=9. 4, n.8Hz). 2. 70-2. 90 (3H. m), 3. 56(ia dd. J=8. 6. 10. 6Hz), 3. 71 (IE ddd. 
J=l. 4. 4.0. 10. 6Hz). 3. 87(1H. d. J=13. 8Hz). 3. 98(1H, d. J=13. 8Hz), 7. 79(3H. 
s) 

>mtN- 13. (hVy)]^:tU^^}\^) ^>v';U] -N- C2-tK 

u=^i^jL^M T5.><Di'zt>i)\z. 2-i^ua-5-:^^JV-4-yai- 

^>-:^;H -N- [ (S) -3-t KP=*^>'-2-^5^;i'yotr;P} T5>&ffl 

NMR (200MHz. CDCl,) ppm : 0. 60-0. 82 (3H, b). 1- 50-2. 00 (IH. nO. 2. 00-2. 15(3H. 
m). 2. 15-3. 92(4H. b), 4. 05-4. 92 (2H, m), 7. 00-7. 85 (8H, m). 8. 34(1 H. m), 

0^m3 0 

N- [3. 5-H;^(hU:7;^:^a^5=-;i')'^>>';i'] - 2 -^no-N- [ CR) 
-3 - t HP=^i>- 2-^5^;U.7'Dt!;i/] - 5 - M-^JU- 4 -y 3 -tf 

^mm 2 9 ®N - [ 3 . 5 - t*x ( h u ^^v^^p ^>>?;u]— N^-K S7 

-3-bHP^v'-2-;>i5';U>''Ptf;U] T5>rof^t>0tN- [3. 5-t'X 
(hU:7;l'^P;>t5^J|/) -n- [ (R) - 3 -t hp4^->- 2 -pt^ 
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it-^i^^^m^mik^tLXn^tlttc ^iwo^CDNMR h;K200MHz. CDClj)«. 

N- [3. ihVyJV^tiy^^M ^>>7;H - (2 

- 1 H D:^i/x5^;u) - 6 -^TJ]^- 4 - 7 3 - tf g 

2->^Dn-6-pt5^;i/-4-73c— ;l^-3-tfij >'>;^;Ud?>i? X5^;i/X 
(15. 4 3 g) , Jl^S^yf-JU (7 0ml) ^ctriJ4N-7jcg!'ft;:M- 'J r> 

A7mm (7 Cm I) <Dm^m^2. smmtmrnrnmLTz. Kmm^mmv. m 
mm^mk^mi^^-cmii (phs) tu^m. t^SEX5^;i.-i?tttH ufc. mmm'S: 

-73ix;i.-3-trux>*;PAi?>@?;4SiifeMs (1 1. 2g) tUT#e.nfc. 

: 191-194'C (Mmx.^}V-'i V'fa\^)V :Ji-Tm^^nm^) 
NMR (200MHz. CDCI3) ppn : 2. 59(3H. s). 7. 16(1H. s). 7.45(5H. s). 9.53(IH, b). 
(XS2) 

##^J I 2 »Xg 2 fliSJtS 2-i>OD-4 - 7a:x;U- 3 - ^ 'J ->'>;^r 

NMR (200MHz, CDCl3)ppjJ : 1. 95-3. 80(4H. m). 2. 58{3H. s). 4. 15(lHX2/5. d. 
J=16. 2Hz). 4. 41(IHX2/5. d. J=16. 2H2). 4. 75(IHX3/5. d. J=15. OHz). 4. 85(IH 
X3/5. d. J=I5.0Hz). 7. I5(lHX3/5. s). 7. I7(IHX2/5. d. J=15;0Hz), 7.23- 
7. 58(5H. m). 7. 74(2H. s). 7. 78(1H. s). . - 

##«SJ 3 2 
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N- [3. 5-fc:X ih^Jyjl^u^^M ^>v;H -2-^au-N- (3 
-b KP^^v'T'Dtrju) -6-^g^;i^-4-7xzi;u- 3-hru£^>?!J;^3^^=^^i^- 
1 2 2 c^JtS 2 - o □ - 4 - 731— 3 - tf »J v>:)t7;i/3lf 
>mt.N- [3. 5-fc*X (hU7;i^:i*D^5^;P) ^^i?;!/] -N- (2-hK 
d4^'>X5^;U) T5>JCf<£^Tv 2 - i^ua - 6 - 4-7 

-3-tfUv?>*;U3j?>®tN- [3. 5-b:X ( K U :7;i.:^-n7t5^;W ^>S^ 
;W -N- (3-h KO:^^v':fDtr;P) T5><£ffiViT. 0^mi 2(DX.m2 t 

NMR (200MHz. CDCl s)ppni : 1. 15-1. 65 (2H. m), 2. 59(3H, s). 2. 75-3. 20 (2H, m). 
4. 06(lHX2/5. d. J=15. 4Hz). 4. 31(lHX2/5. d. J=15. 4Hz). 4. 65(lHX3/5. d. 
J=15.2Hz). 4. 74(lHX3/5. d. J=15. 2Hz), 7. 16(IH. s), 7. 20-7. 60<5H, m). 
7. 72 (2a s). 7. 78(1 H. s). 

3 3 

N- [3, 5-f7. (hOyjU:tU;f-'^M ^>i?)l1 -N- (2-tKD=^^ 
SyjL^M - 5 2 -:;^'^JV75./^)U-^-)U- 4 - ^xnjl'- 3 - k! 

(XSl) 

#18936 2 - 1 0 6 0 8 1 ■^^^(::|Bigo;^felcJ|ii;TPe$l!l.fc 5 -^^J^- 
4 - :7x:z;i/- 2 . 3 - t:u>^>>'*;i^AK>^ i?x^;uxx5^;u [1 3. 0 g. 
ili;^7 3-7 4'c (x5';p x-5^;u--ryyofc?;i/ x-t-;!^/^^^^^^^) j . 

TK^ffc:^ U 'i' A (2 0 g) *5ckJ^7 0 %JLi^ /—JVy^mm (2 0 Om J ) (DM^ 
-4-7xX;i.-2, 3-b!'J>^>>'*Jl'7}^>g|«||fe^S (3. 0 6 g) t 
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it;^ : 1.8 7 - 1 8 8t: (THF-X^;l. Ji—v^JVf)^i^mM^) 
NMR (200MHz. DMSG-dg) ppm : 2. 1 0 (3H, s). 7. 20-7. 30 (2H, m), 7. 40-7. 55<3H, 
m). 8. 65(1H. s). 
(XigZ) 

i@n?f§&tifc<fc-&#? (2. 9g) ^myKmm (somi) ^t^zmmam 
m-^m ams : 2) :fym^Bm^m (3. 3 9g) tVTm^nrc. 

(X^3) 

IS2T^#e»tlfcjft5b^# (1. 9 4g) ©thf oomn mm\z. dmf 

(3?g5) ^J:Umit:t=¥'ff^JJU (2. Oral) <&*B;t, ^MT? 3 0 ii>|tm#Lfc. 
mm^m^L^m. JSStferSrTHP (4 Om n t^^L^S:. CKO^MJCN- [3, 
(h^Jyjl':ta/.^M 'OJ?;!/] -n- (2 - k Kd:^^>'X5^JU) T 
5> (2. 2g) ^J;afhUx5^;WT5> (2. Oml) ^im^. MT161^ 

>'UtJ^)V^m^^^t}'yl^^u-^hif^'7'{— ('\=^^1t>-g^^X5^Jl'= 1 : 2) 
tCf^LTrJJ-gg, n^-r^L. N- [3. 5-tf7i ( h 'J :7;i.:t O ^>v' 
-2-Xh:^^>';^;P7j^x;i—N- (2 - k Hn^^v-xg^;!.) -5-^5^;u- 
4-r7ix;i.-3-t:U>?>;*;Uzt?^iJ-^ (1. 3 1 g) <i:LT# 

86;^; 138-13913 mm.:L^)V-^ vfu\^)V a^—T)Viti^^nm^) 
NMR(Z0OMHz. CDCl3)ppDi:l. 45(3HXl/4. t. J=7. IHz). 1. 46(3HX3/4. t. J=7. IHz). 
2. 18(3HX3/4. s). 2. 19(3HXl/4. s), 2.82(m m). -3. 2-3. 7 (SE m). AJl^ - 
4. 62(4H. m). 7. 05-7. 80 (8H. m). 8. 65(lHx3/4. s). 8. B8(lHxl/4. s). 
(X3S4) 
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XigS-rff^njtfb^^f (3 7 7mg) OTHF <5ml) mmz40%;/^^ 

)i'7^>->^i^^-)mm (1 5ml) mu^x. ^m-ci emmtmvft. m 
m^^^-r^t. mmit^mmm&m^!^ o r omg) ^LTt#e.nfco 

NMR (200MHz. CDCl3)ppiD : 2. 12(3HX2/3. s). 2. 14(3HX]/3. s). 2. 83(1H. m). 
5 3. 03(3HXl/3. d. J=S. 2Hz). 3. 04(3HX2/3, d, J=4. 8Hz). 3. 25-3. 80(3H. m). 
4. 30(lHX2/3. d. J=15Hz). 4.36(lHXl/3. d. I=15Hz). 4. 59(lHXl/3. d, J=15Hz). 
4. 86aHX2/3, d. J=l5Hz), 7.0-7. 9(8H. m). 8.02(lHX2/3. bd). 8. 17(lHXl/3. 
bd). 8.46(1H. s). 

10 ##«?tj 3 4 

[3. 5-f7. ihVy)\^^u^^M ^>v;U] -N- 

-2-^ ^}U7 5 y * - 4 - y 3 - 'y>ti)U:^ 

(I^ 1 ) 

15 ##01J3 3 td^fett-S 5 4 -7x— 2, 3-fcru>^>v' 

;|/:j^>l! v'X^JI'XXt^;!/ [#@BBg6 2-1 0 6 0 8 1 ^ilf^g] ^ffllr>T. # 
#0113 3 0Xigl <hig«lfCRj5&L. iSigiT'Stv 4->'xx;U-2. S-tf'Jv' 

20 m-Ji^ : 1 4 6- 1 4 8*C (THF— I'Vr/Dt!;!^ X— 5^;W:f5>€,S^a) 

NMR (200MHz. CDCI 3+DMSO-d,) ppm : 7. 3-7. 6 (6H. m). 8.69 (1ft d. 1=5. OHz). 
mm 2) 

xsi-e#^nfc{t^#j?£ffl^iT##0ij3 3ox@2 <hiwi<iic:sjc£^b. saa-r 

4-7niX;i/-2. 3-trU>'>i^*;i/^>^CD2-X5^;i/XX5^;|/<i; 3 

25 -X5^;i^xx7^;i/©ri^ti (*93 : 2) Tt^mm^m^^tLxn^nrco 

xig2Tfie.nfetftibi!fe£fflViT##«»j3 3©x5g3ii^<t{cR^sC. ^ani" 
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NMR (200MHz. CDCl3)ppin : 1.48(3H. t. J=7. IHz). 2. 71 (IH. id). 3. 1-3. 7(3H. ni). 
4. 1-4. 9 (4a n), 7. 18-7. 52 (6a n). 7. 65-7. 82 (3a m). 8. 78(lHX3/4. . d. 
J=4. 8H2). 8. 80(lHXl/4.. d. J=4. 8Hz)) , 
(1^4) 

NMR (200MHz. CDCl,)ppm : 2. 73(ia b). 3. 05(3HX1/3. d, J=5. OHz). 3. 06(3H 
X2/3. d. J=5. OHz). 3.1-3. 9(3a m). 4. 29(lHXl/3. d. J=l6Hz). 4. 52(lHX2/3. 
d, J=15Hz). 4. 54(lHXl/3. d. J=I6H2). 4. 93(lHX2/3. d. J=15Hz). 7.0-7. 9(9a 
n). 7. 95(lHX2/3. bd), 8. 19(IHXl/3. bd). 8. 59(1 a d. J=5. 2Hz). 

##^J 3 5 

0^m3 3<DJLm2-vn'^nrcm^mhN~^>i^ju~N- (2- 1 kp^'> 

NMR (200MHz, CDCl3)ppin : 1. 44(3HX 1/4. t. J=7. 2Hz), 1. 46(3HX3/4. t. 
J=7. IHz). 2. lS(3HX3/4, s). 2. 19(3HXl/4, s). 2.6-3. 7(4a »), 3. 96(lHX3/4. 
d. J=15Hz). 4. 00(lHXl/4, d, J=15Hz). 4. 4-4. 6(2H+lHXI/4. n). 5. 37(1HX 
3/4. d. J=15Hz). 6-48(2HX3/4, n). 6. 82(2HXI/4. m) 7.0-7. 6(8a u). 8. 65(1H 
X3/4. s). 8. 66(lHxi/4. s) , 

0mm 3 6 - _ 1^— " ' 

N- [3. (h^)y)l:^n^^M ^>i^ju] -N- (3-t:KD^F 

•>Zfa tf JU) - 5 -^5^JU- 2-^^)l^7^/:i})V^:^)l- 4 - ^'aiXJl/- 3 - 
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(xm 1 ) 

NMR (200MHz. CDCl,)ppin : I. 44(3HX 1/4. t. J=7. IHz). 1. 45(3HX3/4. t. 
10 J=7. IHz). 1. 60(2H. ID). 2. 17(3HX3/4. s). 2. 18(3HXl/4. s). 2. 7-3. 7(4H. m). 

3. 96(lHXl/4, d, J=16Hz). 4. 35-4. 60 (3H+1HX3/4. m). 7. 10-7. 80(8R m), 
8.64(lHX3/4. s). 8. 68(lHXl/4. s)o 

(X3®2) 

NMR (200MHz. CDCh)ppin : 1. 3-1. 9(2H. m), 2. Il(3HX3/5, s). 2. 14(3HX2/5. 
s). 2.7-3. 8(4H, m), 3.02(3HX3/5, d. J=5. 2Hz). 3.03(3HX2/5. d, J=5. 2Hz). 
4.04<lHX2/5. d. J=16Hz), 4. 28aHX3/5. d. J=15Hz). 4. 46aHX2/5. d. J=16Hz), 

4. 82aHX3/5. d. J=lSHz). 7.0-7. 6(5H. m). 7. 63(2HX3/5. s). 7. 67(2HX2/5. 
20 s). 7. 73(1H. s). 7. 96(lHX3/5. bd). 8. 06(IHX2/5, bd). 8. 45(lHX3/5. s). 

8.48(lHX2/5. s). 

3 7 - 4 5 (^{k-&#rli 2 - if n o - 4 - 7 3 - tf U V >;?7;i'x}^* 

>ma:N-aji-N- mm ov)vr^> {^j^. n- (2-tHn=*^5^x 

25 -N- (3. 4. 5- hUp^ h + T^^, N- (3. 4- 

>fi'Da^>ix;u) -N- (2-t Ho4^'>x5^;i/) 7=>, N- (3, 4 ~ , 

h^>'^>>';W -N- (2 -k Hp4^vx5^;u) 7 5>, N-^>>»;i/ 
-N- (2-h l<o^^$/X^;i/) N- (2-b HD^>^7'Pl:f;P) - 
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N- (3. 4, 5-hU;>i h4^'>^>>?;j.) N-^>>>;i/-N- [ (S) 

~3-tKD^>/-2-pt9^;i,yDtr;U] 75X N— <>v^;U-N- [ (R) 
-S-tHD^^^v-B-^^^^pyptr;!^] 75>, N- [3, 5- (h'XhU 
7;i/^D^9^;i.) /<>>?;h -n- [ (s) -3-t HD=t->.-2-^5^;U:/n 
tf;i.] TSX *5.i;0tN- [3, 5- i\i7.V^iy )V^u - 
N- [ (R) -3-t h'n^->-2-^9^;u^ot:;u] T5» ^ffliiT, 

#%^J 3 7 

2-;^DP-N- (2-t:KD^>/X5^;i.) -4-7a:-Jl.-N- (3, 4, 

5- KU^ h+>"^>>?;p) -3-f'j':>>*;i/j}5it^-y-5 k 

NMK (200MH2. CDCl,)ppro ; 2. 05-2. 50 (2H. m). 2. 80-4. 00(12H. m). 4. 00-4. 40 (IH 
X3/2. m). 4. 93(]Hxl/2, d. J=14. 2Hz). 6.22(2HXl/2. s). 6. 55(2HXl/2, s), 
7. 25-7.70(6a m). 8.42(lHXl/2. d. J=6. 2Hz). 8.48aHXl/2, d, J=5. 8Hz). 
(7 5 HlHlfeSli^tJl : lCD^-&#;) . 

3 8 

2-i?DD-N- (3, 4->>i>Da^>>5;i,) -n- (2-bKP^>'X5^ 
-4-7xzi;p-3-tru>?>:^j;i.7}?^+i-5 K 

NMR (200MHz. CDCl3)ppin : I. 80-3. 85(5H. m). 3. 96(1 HX 4/9. d. J=16. OHz). 
4. 24(lHX4/9. d, J=16.0Hz). 4.44(lHX5/9. d. J=I5. 2Hz). 4. 92(lHX5/9. d. 
J=15.2Hz). 6. 50-6. 85 (2H. m). 7.-10-7. 70 (7H. m). 8.46(m n). 

#%«a|3 9 . - . 

2-i7nn-N- (3, 4--:^^ h^5^^>-:^;i.) -n- (2 - k Ka:^-'>x 
5^;^ - 4 - 7 X -;u- 3 - e U >^>:^7;^7K^-ti-5 H 
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NMR (200MHz. CDCl3)ppiD : 2. 70-4. 30(12H. m). 4. 53(lHxi/2, d. J=14. 8Hz). 
4. 74(lHXl/2. d. J=14. 8Hz). 6. 30-7. 00 (3H, m). 7. 20-7. 65(6H. m). 8. 39 OH 
Xl/2. d. J=5. OHz), 8. 46(lHXl/2. d. J=5. 2Hz). 

6 

N_^>5?;^_2-i^DD-N- ( 2 - t K P + i'X^^;!/) -4-yjL=.)U- 

3 - tf' J >^>:tr;|/il?^-y-5 H 

NMR (200MHz, CDCh)ppni ; 2. 27 (IHX 1/2. b). 2. 60(lHxl/2, b). 2. 75-3. 15 (IH. 
10 m). 3. 25-3. 65 (Sa n). 3. 90(lHXl/2. d. J=15. 4Hz). 4. 26(lHXl/2, d, J=15. 4Hz). 
4. 49 0HX1/2. d. J=15. GHz). 4. 95(lHXl/2. d. J=] 5.0Hz). 6. 74(2HXl/2, m). 
6. 92(2HXl/2. m). 7. 10-7. 65(9H. m). 8.42(1H. m). 
(T5KlslfeSi4i*l : o 

16 ##^J4 1 

2-^un-N- (2-t Kn4^>'yafcf;u) -4-:7x— JP-N- (3. 4. 
5 - h y >^ h^->'^>5^;W - 3 - 1! U 5^>;3!j;i^7}?^-tJ-5 H 

NMR (200MH2, CDCl3)ppin : I. 10-2. 30(3H. m). 2. 70-4. 30O4H+1HX3/7. m). 
4. 88(lHX4/7. d. J=14. 8Hz). 6. 18(2HX4/7. s). 6. S2(2Hx3/7. s). 7.20- 
20 7. 60(6a Di). 8. 47(1H. m). 

(T5 HliI^S14^*:4 ; StT^fg'&Jfe) . 

4 2 

N-^>>';u- 2-:^DP-N- [ (s) - 3 -t ^0^5^-2 -^^;pyp 
25 tf;i/] -4-:7x-;p-3-t!U5^>y7;i/d<^+i-s K 

NMR (200MHz. CDCls)pPin : 0. 50-0. 85 (3H. m), 1. 40-1. 85 (IH. m). 2.-20-31IK5H; ' 
m). 3. 80-5. 15(2H. m). 6. 60-7. 65(1 IH. m). 8.4Z(1H. m). 

(Ts KiHiiisi4«:2 : itom^m . 
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##«ft|4 3 

N-'^>5^;U-2-i^PD-N- r (R) -3-t h*P^>'-2-^5^;Uy^a 
NMR (200MHz. CDCIs)ppin : P^m4 2(Dit-v:m<D7.^i; h^l^tlWi;, 
4 4 

N - [3, 5 - (h'X K'J7;i'^D^5^;i.)^>>^;i^] -2-:J7nD-N- [(S) 
-3-t:Ho4^i/-2-^ o tr;Uj - 4 - 7 1 - ;|.- 3 - tf U >'>*;^^i? 

NMR (200MHz. CDCI 3)DDm : 0. 53 (3HX 1/4. d. J=7. OHz), 0. 63(3HXl/4. d. 
J=7.0Hz). 0.75(3HX]/4. d. J=6. 8flz). 0.8I(3HXl/4. d. J=6. 8Hz). 1.50- 
1. 90(1H. m). 2. 42-3. 80(5H. b). 4. 00-4. 95 (2H. m). 7. 10-7.90(9^ nO. 8. 42(1H. 
m). 

(7 5 HlHli5S1±#:i : lom-^m) . 
#^^4 5 

N-.[3, 6- (t'7. hU 7;^7^0^5";^)»^>-^;^]- 2-5^0 P-N- [(R) 
-3-fc: Hp=^v.-2-^5^;pyDtf;i.] - 4 -:7i-;u- 3 - tf U 5^>;f7;P7|^ 

NMR (200MHz. CDCl3)pp]a : #5|-^J4 4 0ft^#j(7)X'^i57 

#%^J4 6 

li-^>i^)V-7 , 8-e^bHP-7- (4-t HP^v-r^5^JP) -5- (4 
-P^5^;i':7a:-;W - s -:^=j^y- 6 - tfU H [3. 4-b3 k!U5^>*;U7}?4^ 

K . . ... 

(XSSI) - ~~ 
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S*.-!^: 2 0 8-2 0 9*0 (Tir hV-^T V^D tfJU x-5^;i/*ie»S«gS) 
NMR (200MHz. CDCl3)ppin : 2. 45(3H, s). 4.48(2H, d. J=5. 6Hz). 7. 10-7. 40(1 OH. 
nO. 7. 58(2H, m). 8. M(1H. dd. J =3. 6, 2. 2Hz). 
mm 2) 

14^: 205-207^ (Tiz: h >-< V^n fcf;i^ X-5^;U*i^,Sj^g||) 
NMR (200MHz. CDCl ,)ppiD : I. 48(2H, m), 1.83(2H, m). 2.45(3H, s). 2. 86(1 H. 

b). 3. 57(2H. t. J=5. 9Hz). 3. 85 (2H. m). 4. 34(2H. d. J=6. OHz). 6. 8-7. 1 (2H. m). 

7. 10-7. 35(8H. m). 7. 50(1H. m). 7. 55(IH. dd. J =8. 4. 1. 4Hz). 8. 60(1H. dd. J=4. 0. 

1.4Hz). 

##finj4 7 

(R) ~N-^>>';i.-7. 8-i?fch*D-7- (4-t Ha:^^>'-3->t^ 

Ji/:/'?^;!/) -5- (4-^?;p:7xr.;u) -8-;*-^y-6-tfU K [3. 4- 

P^m4 6XMl-C%fti\:^mt (R) -4-75/-2-pt^;i/- 1 
M}^.: 226-227t (7-t h>-X.^JV 

NMR (2D0MHZ. CDCl 3)ppin : 0. 81 (3H, d, J=6. 6Hz), 1.5-2.0(3H. m). 2.44(3H. s). 
3. 20-3. 55(3H. m). 3. 93(2H. m). 4.31(2H. d. J=5.41fz). 6. 75-6. 90 (2H.1jb)t' ^' 
7. 1-7.3(8H. m), 7.39aH. dd. 1=8.2. 4. 2Hz). 7.61(1H. d. J=8. 2Hz). 8. 68(IH. 
d. 1=4. 2Hz). 
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0mm 4 8 

(S) -N-^>i^JV-7 , 8->?h:l>-D-7- (4-t KD^ex-S-^^^ 
JVZf'^JV) -5- (4-^^J\^yji-M -8-:f^y-6-tfiJ K [3, 4- 

##«n|4 exeiT^/t-fb-^tJi: (S) -4-T5y-2-;<^;W- 1 -y^' 

Mj^: 226-22713 h >-X5^;i/ X-T^Jl-^i 

NMR (200MHz. CDCl3)ppB : ##014 7 0'ft'&#KZ)X^i7 h;i'fw^i;. 

##^J4 9 

(R) -7. 8-i^tHo-7- (4-t KD^$^-3-;<f^;i/:^5^;P) -5 
- (4-;»t5^;Py'ji-;W -8-;:*-^y-N- (3. 4, S-hU^h^^i^^^ 
i^M -6-t:UK [3, 4-b] li'J i^>:fy)V^^-t}-^ )i 

tix, ^%m2jim4iimnmz^mizLxKm'h. ^asb^i^^. 5- (4 

-p<5^;P>'3:-;W -8-:^^V-N- (3, 4. 5 - h U ;^ h4^v^>>»;i^) 
-8H-t!^y [3. 4-b] fUv^>-6-;^7;P/J?:^lJ-5 H*tti-fei^S<i:L.T 

Sfe^: les-iaet: (T-k h>— f y:/Ptr;i/ x-7^;u;6> s^j^s) 

MMR (200MHz. CDCI,)ppjD : Z. 45(3^ s). 3. 84(3H. s). 3.85(6H. s). 4. 40(2H. 
d. J=5. 8H2). 6. 50(2H. s). 7. 17 (2a d. J=8.0Hz). 7. 27(IH. b>. 7.32(2H. d. 
J=8. OHz). 7. 58(2a m). 8. 94 (I a dd. J=4. 0. 2. 2Hz). 

(X.m2) - 1^... - 

umixnftit'^^t (R) -4-TS>'-2-;>^5";P- 1 -:/:57/'-;i.CDT 
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5> mmit^m:dm^m^tLxni^tirzo 

Mjk: 1 9 4 - 1 9 5t: (Z-fe h>-X5^;U X-x;i.*» f>||i^S) 

NMR (200AWZ, CDCl3)ppni ; 0. 84(3H. d. J=6. 8H2). 1. 5-2. 0(3H, m), 2. 38(3H. s). 
3.2-3. 6 (3a m). 3. 65-3. 95 (2H. m). 3.80(6H. s>. 3.82(3H. s). 4. 23(2H. d. 
J=6.0Hz). 6.40(2H. s). 7. 05-7. 40(4H. m), 7.32C1H. dd. J =8. 2. 4. 2H2). 7.56(ia 
dd. J=8. 2. 1.6Hz). 7. 80 (IE n), 8. 63(m dd. J=4. 2. 1.6Hz). 

5 0 

(S) -7. s-v'fcKD-?- (4-}i\ia:^'>-3~^^)Uzf^JU) -5 
- (4-^9-J]^y3L-M -8-:t=¥V-N- (3. 4. 5~hV^h=¥i^^> 
i^M -6-trUK [3. 4-b] tf>J>'>;<7JU;}?^-y-5 K 
##^J4 9X^lT#fc{b^i^i: (S) -4-75y-2-^5^;|.-l->^:$' 

at^: 1 94-195C (T±h>-X.^)U X— 5^;^;5ie>Si^®) 
NMR (200MHz. CDCl3)ppiD : ##fis|4 9 ©Yk'&^OX^i^ 

5 1 

(R) -N- (3. 5-':^/.h^i^^>i^M -7. 8->?hKo-7- (4 
-t Ko^s^-3-^g^;u>'5^;u) -5- (4 -^^;u:73:-;i^) -8-:f4^y 
-6-triJK [3, 4-b] tf'J>?>>!7J|.:i}^+-!^-5 K 

(ise 1 ) 

##M2xa4<i:^S&lJJc|WI^{3LTSjc£;L, ^tt^gU^tca, N- (3. 5- 
h^->'^>>?;U) -5- C4-^5^;U7xx;U) - s -:r^V- 8H- 1:^ 
/ [3. 4-b] eU5>*>-6-;?7Jl.3j^^^-y-5 H*t^ifiiBS<tLT^^nfei— ^ 
BS^ : 1 5 4- 1 5 St (S^i^x5^;u-<yyptr;i. x-^^jud^eSi^S) 
NMR (2OOMH2. CDCl3)ppni: 2.45(3H. s). 3. 78(6H. s). 4. 41 (2H. d. J=5.4Hz). 
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6.41(3H. in). 7. 17{2H. d. J=8.0Hz), 7. 23(1H. b). 7.33(2H. d. J=8. OHz). 7. 58(2H. 
m). 8.94011. dd, J=4. 0, 2. 2Hz), 

(xmz) 

Mj^.: 1 6 9- 1 7 2-0 (Tir h>--f y tfJP JL-y^)l^^<^nf^^) 

NMR (200MHz. CDCl3)ppni : 0. 85(3H. d. J=6. 8Hz). 1. 62(1H. m). 1. 79(2H. m). 
2.40(3H. s). 3, IKIH. b). 3. 25-3. 60 (2H. m). 3.76(6ft s). 3.86(2H. m). 4.23(2H, 
d. J=5.6Hz). 6.25(2E d. J=2. 2Hz). 6. 35(1H. t, J=2. 2Hz). 7. 1 5-7. 35 (4H, in). 
7.30(1H. dd. J=8.4. 4.2Hz). 7.44(1H, m), 7. 56(1 H. dd. J =8. 4. 1. 6Hz). 8. 65(1H. 
dd. J=4. 2. 1.6Hz). 

0^M5 2-5 4i3^zm^mi 4 4©<b'&<^«2 (4-^5F 
;i/73i-;P) -3-fc!U5?>*JP7|t>K l2-'>y/-3-^^JU-3- (4- 

;^?'ji07jc5i-^LTiiM : ss.'i^a 0 5-2 0 St: i^m) ] tN-ei^-N- (® 

^) ^>v?;PT5> N-^>>';^-N- (2 - 1 Kd^->x5^;u) T5 

N- [3, S-tfT. (hU:7;i/;to^5^;w) ^>i?;H -n- (2-bKn 
=^>'X-5^JU) T5>. N-^>S^;U-N- [ (S) - 3 - t H P=t^5^- 2 -;A5^ 
;^yptr;^] 75 X *5j;tXN- [3, S-tfX (hU7;U:ro^5^JP) ^>v? 
iW] -N- [ (S) -3-t Ka=!^>'-2-p<5^;i/yntf;u] 7^>} ^m^^Xs 
##«sji 2XS2«i:ll®e<jt3f^«Hc:LTk;S:L. 4!aSbfct^:^=&><ri!iiJllfe?fli*^ 

m^m 5 2 

N-^>>5;i.-2-i7 0 0-N- (2 -t KP^i>X5^;i') -4- (4-^5^ 
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NMR (200MHz. CDCIj)ppin : 2. 43(3HXl/2. s). 2.46(3HXl/2. s). 2.70- 
3. 80(total 4H. m). 3. 90(lHXl/2. d, 1=15. 4Hz). 4. 24(lHxl/2, d. J=15.4Hz). 
4. 51(lHXl/2. d. H=I5. 2Hz). 4. 94(IHXl/2. d. J=15. 2Hz). 6. 74(1H. m). 6. 97(IH. 
5 m). 7. 10-7. 55 (8H. «n). 8.40(ia m). 
(7 3. KlaIIEStt<4:i : KDM^m . 

mmm 5 3 

N- [3. 5-tf7. (h^Jy)\^^n^^jV) ^>>';i/] -2-i:7PD-N- (2 
10 -h Kn^v'X5^;i') -4- (4 -p^5^;u:7x-;u) - 3 - tfU >?>*Jl'3l^^ti- 
S H 

NMR (200MHz, CDCJ3)ppin : 2. 36(3HX7/11. s). 2. 44(3HX4/n. s). 2.80- 

3. 80 (total 4H. m). 4. 16(1HX4/11. d. J=I6. 2Hz). 4. 41.(1HX4/1 1. d. J=16. 2Hz). 

4. 77(1HX7/I1. d, H=15. OHz). 4. 90(lHX7/ll. d. J=15. OHz). 7. 10-7. 50 (6H, m). 
15 7. 76(2H. m). 8. 42 OH. m). 

(7S. Kmie^tt**:? : 4CD«g^W . 

##^J 5 4 

N-^>>»;U-2-i^pn-N- [ (S) -3-tHD4^2^-2-pt5';U>''0 
20 t!;l/3 -4- (4-><5=-;l'7ai~;P) - 3-tfU>'>:^JU3j?^if5 K 

NMR(200MHz. CDCl ,)ppm : 0. 59 (3Hx 1/4. d. J=7.0Hz). 0. 66(3HXl/4. d. 
J=7. OHz). 0. 77(3HXl/4. d. J=3. 8Hz). 0. 80(3HXl/4. d. J=3. 8Hz). 1.40- 
1.90aH. m), 2. 30-2. 50(3a m), 2. 50-3. 80(total 5H. m), 3. 80-4. 42 (2HX 3/4. 
m), 5. 05(2Hxl/4, m). 6. 60-7. 50 (total lOH. m). 8. 40(1H. m). 
25 (75 Hm^teStt^^l : . 

5 5 

7- [3. S-tTT: (hU7Jl/:tD;>t5^;P) -6, 7. 8. 9-7- 
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(4-^^;W7x-;U) -6. 1 1 -i^:^-^^- 1 IH-tf^ 
VJ [2. 1-g] [1, 7] iry^\)V> 

##0|J IT^fc^t^^ (2 0 0mg) , h'Jx9';W75> (0. 2 0ml) . 
mC:^^>7s)\^^s-)\, (0. 10ml) ^^XJ^-Ji?uu:^^> (lOml) <r>Wi 

^iK^S^bfcchzia^ N- [3, 5-h*x (.V^}y)\^:^ui^^)V) ^y^JM 

^7. 8-v?t:KQ-7- (2 -^^>7v;UJ^n;i/:t4^->X5^;>) -5- (4- 

pc^;i.:7j:-;u) -8-:^-=^v-6-tr'j h [3. 4-b] t:'J>'>;^;;i/7j<4^ti- 
5 Kd^^^L;t. ^icD'fb'&i^^DMF C5ml) (z^^Lfc^. 7jC9flib:^ N «J 
A (6 0%?E&JK) (3 0me) ^^inb. ^ig-Cl. 5B#r^itJ#Lfc. KHfm^ 

<i:t3j;D. ^HYb^ifedtilfe^S <10 9mg) i:U-Cf#6n>S:. 
Sfi^ : 270-271*0 (MX5^;P-x5^;i/X-5^;|/;{i%Sfl$gS) 
NMR (200MH2. CDC13)PP1D : 2.46(3H. s). 3. 67(2H. t like, J=5. 4Hz). 4.5I(2H. 

J like. J=5.4Hz). 4. 8K2H. s). 7. 13 (2a d. J=8. IH2). 7.33(2H. d, J=8. IHz). 

7. 52{1H. dd. J=8.4. 4.4Hz). 7. 64(m dd. J =8. 4. 1. 6Hz). 7. 70(2H. s). 7. 84(1 H. 

s). 8.97(1H. dd. J =4. 4. 1. 6Hz) 

ffffffl (%) : C 61. 02. H 3. 60, N 7. 91 
^aiM (%) : C 61.07, H 3. 60. N 7. 85 . 

5 6 

7- [3. 5 -fx (huyjl^yta^^ji.) ^>i?;p] -6. 7. 8, 9. 1 
0. 1 2-^^1*-hh'D-5- (4-;<5^;i.7x-;P) -6. 1 2 - v?:r=^V [ 1 . 
4] v^rift:/ [2. 1-g] [1. 7] rh^f^Uv'V 
#%0iJ2Tl§;tN- [3. 5-t*X (hU:7jl.^D>C5^;p) x<>j^.;i,] ^.7.,.^^ 
(3-5^PD7'olf;l.) -7. 8-i^tKn-5- (4 -pi5^;u:7x-7u) -s 
-^4^V-6-eUh* [3. 4-b] tf>J>'>*;i'3l?=*-ij-5 H (6 6mg) . tK 
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mit'^hU'yA (6o%mm (8 4mg) ^j^z^thf omi) (Dm-^m^ 

at;!^: 1 94-1 9 5t: (S^^X5^;i.-<yyDtfJPx—5^;P;&^SMi^fB)- 
NMR (200MHz. CDCl3)ppin:2. 16(211 m). 2. 42 (3H, s). 3. 25-3. 70 (3ft m). 4. 12(m 

d. J=15irz). 5.34(IH. d. J=15Hz). 5. 52(1H. m). 6. 93(1 H. d. J=8. 2Hz), 7. 20(1H. 

d. J=8.2Hz). 7. 30-7. 45 (2a m). 7. 51 (1ft dd, J=8. 4. 4. 4Hz). 7. 62 (2ft s). 

7. 70 Oft dd. J=8.4. 1.6Hz), 7. 84(Ift s). 8. 93 (1ft dd, J =4. 4. 1. 6Hz) 

S^Wm (%) : C 61. 65, H 3. 88. N 7. 70 

mmm (.%) c 61.29. h 4. oe. n 7. ei . 
57 

7- [3. (hu:7;i/:rDp<g^;u) ^>z^)v^ -6, 7. 8. 9, 1 

0. 1 (4->5^;i/7xzi;i') -6. l3-i^^=t^y- 

I3H- [1. 4] l?r^JiyJ [2. 1-g] [1, 7] :^:75^U>»> 

^mit'^m^m^m^tLx^^ibn:fto 

MA: 1 9 2 - 1 9 3t: (S^Sgx9^ju— rvyatr;ux-7^;p*^S,|fMS) 
NMR (200MHz. CDCI3) ppn : 1. 7-2. 5(4ft m). 2. 37 (3ft s), 3. 25 (1ft m). 

3.40-3.72(2ft n). 4.0](Ift d, J=15Hz). 5. 13(Ift dd. J=14. 5. 4Hz). 5.46(lft 

d. J=15H2>, 6. 85(lft d. J=7. 9Hz). 7. 05(lft d. J=7. 9Hz). 7. 26(Ift d. J=7. 8Hz). 

7.34(lft d. J=7.8Hz). 7. 42-7. 60(2ft m). 7.47(2ft s). 7. 81 (Ift s), 8.92(lft 

m). 

5 8 

6, 7. 8, 9, 10, 1 Hn- 7- (2 - h=¥>'^>i?)l) 
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-5- (4-pC5^;U7a:-;P) -6. 12-x:t^y [l. 4] VTM^f-J [2, 
1-g] [1. 7] :^75^Uv> 

ffit;;^ : 264-26613 (fi^^Xf^;U-x?-;i/ X— 

NMR (200MHz, CDCU) ppm : 1. 7-2. I (2H. m). Z. 43(3H. s). 3. 25-3. 52 (3H. m). 
3. 84(3H. s), 4. 67(2H. s). 5. 39(1H. dd. J=14, 5. 8Hz). 6. 85-7. 00(3a m). 
7. 10-7. Z2(2a m). 7. 22-7. 44(3H. m). 7.48(1H. dd, J=8. 4. 4. 4Hz). 7. 72(1H. dd. 
J=8. 4. 1.4Hz), 8. 90 OR dd. J=4. 4. 1.4Hz). 

##^J 5 9 

6. 7, 8. 9. 10, 1 l-'N^^-ti-bKn-?- (2-pt h^->^>S^;W 
-5- (4-;K5^;U:7xz:;P) -6. \ Z-'J-t^V - \ ZYi- [1, 4] 
Vi^J [2. l-g] [l, 7] :^-75=-U5^> 

##fiaj7T?#/i^b-&ife><£fflViT, ##«a|5 5 tl^lKtLTSJCSU, ^aSb^^: 

Bil!;^ : 235-236'C (e^^x5^;i.*ie.SiSS) 

NMR (200MHz. CDCI3) ppm : 1. 6-2. 3(4H. m), 2. 46(3H. s). 3. 15-3. 30(1 H. m). 
3. 38-3. 65(2H. m). 3. 80(3H. s). 4. 24(1 H, d. J=15Hz). 5. 04(1H. d. J = 15Hz). 
5. 13(1H. dd. J=15. 6. 4Hz). 6. 25(iH. dd. J =7. 6. 1. 4Hz), 6. 63(1H. dt. Jd=0. 5Hz. 
J.=7. 6Hz). 6. 82(1H. d. J=7. 4Hz). 6. 96(llf. dd. J =7. 6. 2.0Hz). 7. 1 1-7. 34(3H. 
m). 7. 38-7. 47(1H. m), 7.47(IH. dd. J=8. 3, 4. 3Hz). 7. 62(ia dd, J =8. 3. 1. 7Hz). - 
8. 90 OH, dd. J =4. 3. I. 7Hz). 

##^6 0 

7- [3. 5-h'X (hU7;i/;i-D^5^;U) ^>V)V\ -6, 7. -8. -U..!-- 
0. 11. 12. \A-^^^\=.Yu~^- (4-^^)Vyx.=lJU) -6, 14 
-i^:t^V [1. 4] >fTV-y [2. 1-g] [1. 7] i-y^^Ji^> 
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MA : 1 7 7 - 1 7 9*0 (mmJL^)V--( v^n tfji'X-7^;P3&^f»||i^a) 
NMR (200MHz. CDCI3) ppm : 1. 45-1. 95(4R m). 2. 10(2H. m). 2. 33(3H, s). 

3. 06-3. 24(lH. dO. 3. 32-3. 56 (2H. m). 3. 86(1H. d. J=15Hz). 4. 95(m dt. 

Jd=lSHz. Jt=4. 8Hz). 5.38(m d. J=15Hz). 6. 86(1H. dd. J=8. 0. 1.5Hz). 7. 00(1H. 

d. J=8.0Hz). 7. 17(ia d. J=8. 2Hz). 7. 29(1H. dd, 1=8.2. 1. 5Hz), 7. 40-7. 54(2H. 

m). 7. 44(2H; s). 7. 79(IH. s). 8. 89(1H. dd. J =3. 8. 2.0Hz). 

#%^J6 1 

7- [3. (hOyJl:tu:<^j],) ^>i^)V] -6. 7. 8. 9. 1 

0. 1 2-^^1^-bHD-6, 1 2 -v?;t^y- 5 -:7xn;i. [ 1, 4] >?T-tf 
try [2. 1-g] [1. 7] :h:79-«j>?> 

Bfc/ir. : 244-245*0 CS^®fX5";i/-THF - X5^;i/a:— 5^;i/;&>&|fi!@S) 
NMR (200MHz. CDCI3) Ppm : 2. 00-2. 25 (2H. m) . 3. 25-3. 70 (3H. m). 4. 15(1H. d. 
J=15Hz). 5. 30(1H. d, J=15Hz), 5. 52(1H, m). 7.05(lft d. J=7. 4Hz). 7.3- 
7. 7(6H.lD). 7.62(2R s). 7. 84(1 H. s), 8. 93(1H. dd. 1=4.2. I. 6Hz), 

6 2 

7- [3. 5-lf;3^ (hU>';U:^n^^;U) ^>i;;p] -6. 7, 8, 9, 1 
0. 1 Hn-6. 1 3->?:t=^^y- 5-:7:n-JU- 1 3H- [1. 

4] [2. 1-g] [1. 7] :^75^Uv> 

m.^ : 2 0 5 - 2 0 (i^®!x5^ju-x5^;ux-^;i.j5^e,Sj^a) ' 

NMR (200MHz. CDCU) ppm : 1. 70-2. 35 (4H. m). 3. 18-3. 36(1H. m). 3.4-3. 7(2H. 
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bO. 3. 98(1H. d. J=15Hz). 5. 14(1H. dd. J=14. 5. 8H2). 5. 43(IH. d. J=15fl2). 

6. 94(1H. d. J=7. 3Hz). 7.19 (IH, t. J=7. 3Hz), 7. 3-7. 6(5a in). 7. 44(2H. s). 

7. 79(IH. s). 8. 91 OH. dd. J=4. 0. 1.8Hz). 

6 3 

7- [3. 5-h:X ibUy}V^O^^JU) ^yi^JV] -6. 7, 8, 9. 1 
0. 1 KP-5- (4-^5^;i/7ac:^;i/) -6. 

13H- [1, 4] f/TV'>y [1, 2-b] [2. 7] :^:7^'JS^> 

MA: 231-233'C iTHF VZftH:f)UJL^^JUib^^nnn) 

NMR (200MHz. CDCl,) ppm ; 1. 7-2. 3(4H. m). 2. 37(3H. s), 3. 2-3. 7(3H. m). 

4. OOOa d. J=15Hz). 5.05(m dd. J=15. 6. 2Hz). 5. 44aa d. J=15Hz). 6.83(111. 

dd. J=7. 8. 1. 6Hz). 6.98(IH. d. J=5. 4H2). 7. 04(1H. d. J=7. 8H2). 7. 25(IH. d. 

J=7.8Hz). 7. 33(ia dd. J=7. 8. 1. 6Hz). 7. 46(2H, s). 7. 81 (IH. s). 8. 64(1H. d. 

J=5.4Hz). 9. 68(1H. s). 

6 4 

7- [3. 5-lfX (hVy}V^a:f.^Jl) ^>i^;U] -1, 2, 3, 4. 6. 
7. 8, 9, 10, 1 1 -7^;^;t Ho-2-p<.5^;i,- 5 - (4 
-6, 1 3-v?;^^V- 1 3H- £1. 42 i^YVz^y [1, 2-b] [2, 7] 

##0iJ 6 3 T?#?t<b-&<^ (2 5 0mg) , 3-H^i$^> (3ml) iSiCKi^^ 
X5^JP (6ml) (Om^m^l- S^KMiSiiSLfc, SlSi^Sr 
(1 5ml) fC^^Uj^io ZlOjgfK* Ot:T, m.WT. H^mitTi^^m 

■^h'i^jx (5 0mg) sriffl;^. ox:x immm.wvtz.^. mmvtio ^m,z^ 

ml) (C^^PL. 1 0%7l^v">A -^SSI (5 0%-^?^) (lOOmg) ^Jfl^. 
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ju: ^^y-)v=4 : 1) izHtt. i^mit-^majmn^m^a (i 5 omg) t 

Wij^: 2 3 3-2 3 St: (THF -mm:r^J]^~^ VZfuhUUJL-T-JUH^ian 

NMR (200MHz. CDCl 3) PPm : I. 7-2. 6(8H. m). 2. 3i(3H. s). 2. 47(3E s). 
3,1-3. 8(5a m). 3. 95(IH. d. J=15Hz). 4. 93(IH. dd. J=14. 6. 2Hz). 5. 41 (IH. d. 
J=15Hz). 6. 72(1E d. J=7. 8Hz). 6. 98(1H. d. J=7. 8Hz). 7. 19{2H. s). 7. 42(2H. 
s). 7. 78(1H. s). 

m^m 6 5 

4- [3, 5 -fx {h^Jyju^ap^^M ^>>?;H -2. 3, 4. 5-^ 
h^t Hn-5-:t^y-6-7a:r:;Ptf«J F [3. 2-f] [1. 4] 

N- [3, 5-tfX (h»j7;W:^0;;t5=-;U> '^>i?;i/] -2 -i^DP-N- (2 

- 1 KD^^i^x^;!.) -4-7i-;i'~3-tru>?>?t;;i'#^-y-5 H 
2) (3 4 8mg) OTHF (15ml) ^Mtr*^^b':^ h U C^A (6 0%^^) 
(6 Omg) ^Jq;^. iP^JliJfET, 2B#K«*^Ufc. S;&jg-&?K{=g^^X^;i/S: 

io;^. 7jcijfe. isisM. mm^m^^^z.iiiz^K>. ^^mit^mm^m^e (27 

8m g) tLT^f.e.nfc. 

: 200-201*0 Cl.^ y~-jV-^:^D->i>^<bnB^a) 

NMR (200MHz. CDCl a) ppm : 3. 70(2H. t, J=5. 8Hz). 4. 47(2H. t, J=5. 8Hz). 
4. 88(2H, s), 7. 24(1H. d, J=5. 2Hz), 7. 25-7. 55 (5H. m). 7. 80(2H. s). 7. 86(1H. 
s). 8;44(1H. d, J=5. 2Hz) 

EI -MS b/z: 466 (M+) [ (C23H, »N20jF6) *3 , - "^-^ 

##^J6 6 
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(9R) -7- [3, 5-t*X (h^Jy)V:ta:^^)U) ^>i^M -6, 7, 
8, 9. 10. 1 KD- 9-;?l5^Jl.- 5- (4-j>^5^;U7xn;W 

-6. l2-i?3^=^^y [1, 43 v?7-tftfy [2, i-g] [1, 7] -ty^^v 

^^mi S-Cmtzit-^m (7 0 0mg) , hOX.^Jl7^> (0. 4 1ml) , 
ig'ftP'i^^XjUilNii;!/ (0. 2 2 4m 1) *5<tafTHF (1 5 m 1 ) ©^-g-i^^ 
^ia-C3 0^^-FBljll^L.>t^, fiafPM^TKm:^ h U OAtK (15 ml) ^in^. ^ 

1) izmmiyfc'^. ^mit-ti-vojA (.6o%m^) (7 6mg) ^ta^. 

y;i'€:ffltiS:^7A^D'Th^^7^— (g^^x5^;i/; ;p=9 : l) \z 

iitSa-rSfh. ^S^fc^i^*«*il^«gS (40 8mg) i:LX#6»nfc. 
Bt.-^. : 179-180*C (g^S?x5^;u — T y:^Pbrjl'X— 7^;pj5»e>Mi^^) 

NMR (200MHz. CDCl3)ppin : 1. 05 (3HX 2/3. d. J=7. OHz). 1. 22(3HXl/3. d. 
J=7. OHz). 2. 39(3Hxi/3. s). 2. 42(3HX2/3. s). 2. 52(IH. n). 3.0-3. 3(2H. m). 
3. 48(lHX2/3. dd. J=14. 4. 6Hz), 3. 71(lHXl/3, dd. J = I6. 5. 2Hz), 4. 06(1H 
Xl/3. d. J=15Hz). 4. 12(lHX2/3, d. J=15Hz), 5. 28-5. 65 (2H. m). 6.83(1HX 
1/3. d; J=7. 4Hz). 6. 96(lHX2/3. d. J=7. 6Hz). 7. 09(lHxl/3. d. J=7. 4Hz). 

7. 20(lHX2/3, d. J=7. 6Hz). 7. 35(2H. m), 7. 42-7. 75 (4H. m). 7. 83(1H. s). 

8. 92(1H. d. J=3. 6H2) 

Urnm (%) : C 62. 25. H 4. 14 . N 7.51 
^iliJM (%) : C 62. 00. H 4. 08 . N 7. 24 

la] ^ :-60. 2° (C = 0. 348, Me OH) . - 1^ - 

0^m6 7 
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(9S) -7- [3. 5-t*X ihVyJl^n^^Jl.) ^>s;;u] -6, 7. 
8. 9. 10. 1 2-^4^lJ-t Ka-9-;^^;l.-6. i 2 -v>:*-^y- 5 
jL-Jl. [1. 4] i^Tiffcfy C2, 1-g] [1, 7] :)-:75^'J>^> 

SSjS : 1 5 0 - 1 5 2"C (g^S^x^;i.-< V7^Dkr;Px-arji,;0>^Si^a) 
NMR (200MHz. CDCJ,)ppjn: 1.06 (3HX2/3, d. J=7.0Hz). 1.2I(3HX1A d. 

J=7.0Hz), 2. 50(m m). 3. 05-3. 30 (2H. m). 3.49(lHX2/3. dd. J=14. 4. 6Hz). 

3.72aHXl/3. dd. J=16, 5.4Hz). 4.07(1HX1A d. J=I5Hz). 4. I4(lHX2/3. d. 

J=15Hz). 5. 25-5. 62(2H. ro). 6. 94(lHxl/3. d, J=7. 6Hz). 7. 08aHX2/3. d. 

J=7.4Hz). 7. Z-7.7(8H. m), T.SSOH. s). 8.930H. dd. J =4. 3. L 7Hz) 

(%) ; C 61. 65. H 3. 88 . N 7. 70 

^mm (%y c ei. 33. h 3. 89 , n 7. 51 

[a] D :+69. 8" (C = 0. 3 53, MeOH) . 

##M6 8 

(9S) -7- [3, 5-tfx (^u>';^:^-p^5^;^) ^>i?ji.2 -e, 7, 

8. 9. 10. 1 2-/\4^li-tKn-9-;*5^;i.-5- (4-.?t^;i.7x-;i/) 
-6. 1 2->>*:*-:^^y [1. 4] S^T-feffcfy [2, 1-g] [i. 7l±y^V 

StA^ : 1 7 9-1 8 CC (S^^X5^;i.-< y yn tf;ux-5F-;i.;^> f,^;^^) 
NMR (200MH2. CDCl3)ppDi : ##M6 0 (Dit'^mOT.^i? VMzWiC 

If^M {%) : C 62. 25. H 4. 14 , N 7. 51 

mmm <%) : c 61.94. h 4. le . n 7.24 
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[a] o :+58. 2* (C=0. 3 5 3. MeOH) . 
##«SJ6 9 

(±) -7- [3. (h'Jy)U:tn}^^jv) ^>-yj),-\ -6. 7, 8. 

9. 10. 1 l-y\^^}c}:n-9-^^)U-6, 1 3 ->?:r=^^V- 5 -7a:- 

JU-13H- [1. 4] i^rVi^y [2. 1-g] [1. 7] -ry^Oi^-^ 

STr^ffcit'&ife (8 3 0mg) , hUx^;|.T5> (0. 56ml) 
©THF (15ml) mmiZ..^l%rmi^l.:f3:f}^^. mit:A^>7.)Vit^-)V (0. 
2 9ml) ^mxrz, c:©?g-&#jSr^}^TT5 OrW-ra^j^Lfc^. fiSla^il7jc^- 
:^ h U ':7A7jc (15ml) ^Jp;t. ^^ST^ e>{C 4 O^^MJ^Lfc. 

^m^vrco mmm^THF (2 5mi) \zmmi'fi:m. 7m^:^h*j^A ce 
o%miio (9 0mg) *jpA> mmmmT. imrmmwv/to zKoma^m'^m 

^t^i'^m^m^r^hmmit^mm^f^^m (4 6 0mg) turffsnfe. 

S!!,i^ : 2S7-258'C (i^Kxg^;P-X5^;Px— t^;!^;^!^^*^^) 
NMR (200MHz. CDCI a) ppn: 0.92 (3H. d. J=6. 6Hz). 1.73(1H. m). I. 95-2. 40(2H. 
m). 2. 98(1H. d. J=lSHz). 3. 30-3. 65 (2H, m). 3. 97(1H. d. J=]5Hz). 5. iKlH, dd. 
J=14. 5.9Hz). 5. 43(1H, d, J=15Hz). 6. 93(1H, d. J=7. 6Hz). 7. f9(lH, dd. J=7, 6. 
7.0Hz), 7. 3-7. 6(7H. m). 7. 81 (IH. s). 8. 91 (IH. dd. J=4. 0. 2.0Hz) 
TC^^^-tffii : CzsHzjN, O2 Fe chLT 
ih^M (%) : C 62. 25. H 4. 14 , N 7. 51 
^mm. (%) : C 61. 93. H 4. 05 . N 7. 57 , 

##^J 7 0 

(±) -7- [3. 5-tfX (K'j7;i^:ta;»C5^;U) v<>i?;^] -6. 71^-8." 
9. 10. 1 1 -^^ii-t Kn-9-;<5^;p-5- (4-^^;i'7x:i;U) -6. 
13-v*^V-13H- Cl. 4] >?7V'>y [2. 1-g] [1. 7] ±y 
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NMR (200MHz. CDCl3)ppin: 0.91 (3H. d. J=6.8Hz). 1. TSOH. m). 1. 95-2. 40(2H. 
0). Z.37(3H. s). 2. g7(lH. d, J=15Hz), 3. 35-3. 62 (2H. m). 3. 99 Oft d. J=15Hz). 
5. lOOH. dd. J=14. 5.3Hz). 5.46(m d. J=15Hz). 6. 83(1H. dd. J =7. 8. 1. 6Hz). 
7. 05 OH. d, J=7.8Hz). 7.25 (m d. J=7.8Hz). 7. 34(1H. dd. J=7. 8. 1. 6Hz). 
7.46(,1H, dd. J=8.4. 4.2Hz). 7. 47 (2a s). 7.55(IH. dd. J =8. 4. 1. 8Hz). 7. 81 (IH, 
s). 8. 91 (IH, dd. J=4. 2. 1. 8Hz) 

i\:Mm (%) : C 62. 83. H 4. 39 , N 7. 33 
(%) : C 62. 6i. H 4.21 . N 7.12 . 

##^J 7 1. 

(9R) -7- [3, 5-tfX (hOyJl^:tU^^M ^>z^JUl -6, 7. 
8. 9. 10, 1 1 -^r^^t^t Ha-9-pl5^;i/-6. 1 3->>^^V-5-y 
x-;U-13H- [1. 4] i>7^J=yJ [2. 1-gJ [l, 7] ^•yj-^)^J>> 

^^mi sxnrzit'tm^m^'^x. ##^6 siimmzvxRjt-i^. n&mvrc 
tz.^. mmit'^mm^m^tLxn^nrco 

NMR (200MHz, CDCl3)ppm:##^aj6 9 0<b^«^(D7.^^ h;UtC|ffIL: 
Co(]d :+133. 8° (C=0. 51, Me OH) 

tt^M (%) : C 62.25, H 4. 14 , N 7. 51 - 1^— 

^tUfil (%) : C 62. 13, H 4. 13 , N 7.40 . 
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OR) -7 - [3. 5-fcfx (hvyjiTta^^m ^>i?)V] -6. 7. 

8, 9, 10. 1 l-'s^li-t Kn-9-pt^JU-5- (4-;»<5^;i/7x~;W 
-6. 1 3->?:f:^^y-l 3H- [1. 4] v^TV/^-/ [2. 1-g] [l. 7] 

NMR (200MHz, CDCl3)ppm ; ##M7 0 OYb^^<^X^i!7 

[a] D : + 109. 4° (C=0. 541. MeOH) 
TC^^i-^lfM : CsoHzsN, Oa F« i l^T 

tf^ffl (%) : C 62. 83, H 4. 39 , N 7. 33 

^mm. i%y : C 62. 55. H 4. 56 . N 7. 10 . 

7 3 

(9S) -7- [3. 5-1^;^ (.V')y)V:tU:^^)V) ^>i>VP] -6. 7, 
8. 9. 10. 1 l-^4^tf-tKD-9-p<5^Jl.-6. 1 3-v?^^^y-5-:7 
ain;P-13.H- [1. 4] zPTV'^J [2. 1-g] [i, 7] :hy5^U>?> 

##{?9 2 o-c^§/i^k^#^s■ffl^iT. mmm^ ^ iLmmzLTKJt^x.. 9ikmi.rz 

.til 5, ^M<C^tf75tMfe^^<hLT#e.n^. 
g!l!,l^.: 24 2-2 44-0 (i^^X5^;P-< y tf JUX-er;i.75^ ^.^M^) 
NMR (200MHz. CDCl3)ppiD : #%M 6 9 0'fk'&#?<?5X'^i^ hil/fcmii: 
[a] o :-I30. 4° (C = 0. 4 96, MeOH) 

ti-SM (%) ; C 62. 25. H 4. 14 . N 7. 51 

^ajffl (%) : C 62. 07. H 4. 15 , N 7.36 . • - l^.- 

#^0y7 4 
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OS) -7- [3, (h^Jyju^a^^jv) ^>>?;W -6. 7. 

8. 9. 10. 1 i-^=^-!^th*P-9-^5^;u-5- (4-^9^;i.:7x-;w 
-6. 1 3-S^;f:^^y-l 3H- [1. 4J i^7V->y [2. 1-g] [1. 7] 

MR (200MHz, CDCl3)ppin : 7 0 ©^b^^J^X'^i' hMzmC 

Ld] 0 :-107. 1' (C=0. 521. MeOH) 

WrMm. (%) : C 62. 83. H 4. 39 . N 7. 33 
Mmm. (%) : C 62. 55, H 4. 40 . N 7. 13 . 

7 5 

4- [3. 5-t:x ^>>?;U] -2. 3. 4. 5 — r 

h5bHn-5-;^-:^V-6-7ai-;i/-iH-t;'J H [2, 3-e] [1, 4] 
>'7-feftr> 

##M2 2T#;t{t^<^ (3 7 0mg) , ^57jc^ffi;t7 U (2 0 0mg) ^ 

j::DC+>'b-> (10ml) (Du^^^jim^mr. 9^&mi^Lfc. 

Bfi^: 242-243*0 (S^Kx5^;U— f y^D tf;^x--7^J^>Jie,Si^^3) 
NMR (200MHz.CDCl3)ppm:3. 60-3. 80(4H. m). 4. 81 (2H. s). 4. 86(ia s). 6.87(1H. 
d. J=5.2Hz). 7.30-7.50(6H. m). 7. 79(2H. s). 7.85(1H. s). 8. 2I(IH. d. J=5. 2Hz) 
TC^r^-ffM: CaaHi^Ns OFa ibT 

H-^# (%) : C 59.36. H 3. 68 . N 9. 03 - l^.^- ^' 

^S'JM (%) : C 59.24. H 3.66 , N 9.06 
EI-MS in/z: 465 (M+) [ (CH.^Na OFe )■*] . 
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#%^J 7 6 

5- [3. 5-\:f7. (.hVy)V:i-ay,^M ^>i^)\,2 -2, 3. 4, 5-7^ 
h7hHP-6-:t+V-7-7xz:;i.-6H-trU H C2. 3-b] [1. 5] 

Si,^ : 1 8 8 - 1 8 9"C <MmJi^)l-^ Vfu\f:)VJL~-^)Vf)^(hnm^) 
NMR (200MHz, CDCI3) ppm ; 1. 65-1. 88 (IH. m). 2. 18-2. 45{ia m). 3. 36(m dd. 
J = 15.2Hz). 3. 73(1E m).- 4. 17(1H. d. J=15. 2Hz). 4. 32 Oft dt. J=12. 6. 3. 6Hz). 
4.67(1H. ddd. 1=12.6. 5.6. 2.4Hz). 5. 50(1H. d. J=15. 2Hz). 7. 16(1H. d, 
J=5.2Hz>. 7.20-7. 45(5a m). 7.7l(2H. s). 7.83(1H. s). 8. 41 Cia d. J=5. 2H2) 
TC^iJ-^fii : CH.gNj O2 Fb tbT 
WrWm. i%) : C 60. 00. H 3. 78. N 5. 83 

mmm (%) : c 59. 92, h 3. 76 . n 5. 39 . 

#%^7 7 

4- [3. 5 -fx (hU7;i':to^5^;U) ^>v>A] -2. 3. 4, 5-5^ 
h7fcKa-7-^5^;i,-5-:^=t^y-6-:73i-;utfg K [3. 2-f] [1. 

mj^: 1 7 9 - 1 8 (e^mx5^;i^— f yrntrjUx— 5^Jl.;6ie,^^S) 
NMR (200MHz. CDCl 3) ppm : 2. 13 (3a s). 3. 57(2H. t. J=5. 8Hz). 4. 42(2E t, 

J=5.8Hz). 4,80(2H. s). 7.16(2H. m). 7.47(3H. m). 7.65(2H. s). 7.81(1H. s). 

8.32(1H. s). . . 
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5- [3. 5-t*x (huy;v^ay(.^jir) ^yi^)V] -2. 3. 4. 5-5^ 

K^tHD~8-^5^;i,-6-^^y-7-7:nr:;i.-6H-tr'J K [2, 3- 
b] [1. 5] :t+tf*/>'> 

mj^ : 1 8 0 - 1 8 2-0 (e^Kx5^;^-^y:/ot:;^x-7^;^;5lf»^ifea) 
NMR (200MHz, CDCU) ppai : 1. 71 (IR m), 2. 07 (3a m). 2.28(m m). 3.24(1H. 

dd. J=I5.2. 3.8Hz). 3.64(ia dd. J=I5.2. I2.0Hz). 4.05(IR d. J=15. 6Hz). 

4.27(m dt. J=12.6. 3.8Hz). 4.630H, ddd. J=12. 6. 5.4. 2.0Hz). 5.45(1^ d. 

J=15.6Hz). 7.38(5H. m). 7. 54(2H. s), 7. 78(1H. s). 8. 29(1H. s) 

##01/ 7 9 

(±) -7- [3. S-tfX ih^JyjU:ta?^^}U) ^>i^;W -6. 7, 8. 
9. 10. 1 2— v^--ybKD-9-hKD4-->-5- (4-^5-;|.7a:-;i.) 
-6. 12—:^:4-:^^V [1. 4] z^T-Ul^y [2. 1-g] [1. 7] 

iftj^; 2 8 2-2 8 3'C (Ti! h >-x^;i,x-7-;u;5ie.lf«S^) 

NMR (200MH2.CDCl,)ppin:2.43(3H. s). 3. 35-3.63(3^ m). 4.02(lHX3/8, d, 

J=3.5Hz. -OH). 4.2l(lHX3/8. d, J^lSHz). 4.30(lHX5/8. d. J=3. 5Hz. -OH). 

4.38(lHX5/8. d. J=15Hz), 4. 60(m Dj). 5. 24(1 HX 3/8. d. J=15Hz). 5. 61(1H 

X5/8. d. J=15H2). 5.68(1H. m). 6.92(1H. t-Iike. J=3.8Hz). 7. 19-7. 86 (8H. m). 

8. 95(ia d. J=4Hz) 

7C^:$^^ffffi : CzsHa.Na O, Fa ■ \/AH^OthX 
.H-#M (%) : C 59.42. H 3. 83 . N 7. 42 - 1^. ^ ' 

mmm (%) c 59. 45. h 3. 74 . n 7. 39 

EI-MS ni/z:561 (M*) [ (C^aH^.N, O3 Fs )*] . 
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7-^>v;i/-6, 7, 8, 9. 10, 1 HP-6. 12-^?x^ 

:^v-5-7xr;u [1. 4] -:^7iftr7 [2, 1-g] [1, 7] :f-79"U-:^ 

5 > 

-7 - (3-tHa4^^yDtr;u) -8-:t^V-5-:7ai-;i/-6-tfU KC3. 

S!l.^ : 210-212'C (e^S!xg^;i.-xf^;l/ x— eHiiSS) 
NMR {20011Hz. CDCla) ppm : 1. 7-2. 2 (211. b). 3. 2-3. 6(3H. m). 4. SOClH. d. 

J=14Hz). 4. 89(1E d. J=I4H2). 5. 43(1H. dd. J=14. 5. 7Hz). 7.0-7. 7(11H. m). 

7. 70 OH. dd. J=8.4. 1. 6Hz). 8. 92(1H. dd. J =4. 4. 1. 6Hz). 

15 

#^0)|8 1 

l-^>-J)V-%, 1, 8, 9. 10, 1 1 -^^-y-t Ko- 6, la-v*:*- 
^V-5-:7:i:-;P- 1 3H- [1. 4] i^TV'^J [2, 1-g] [1. 7] 

20 #^M2 7-c^§fcfk'&#ji:4-7'5y- 1 -:/^y— ;p^fflt,iT, m^miQ 

LmmzX^X^t^s. ^m.\^~C7 -^>~J)V~7 , 8->?kh*n-7- (4-hK 
D^->:/^JU) -8-:t4^y-5-7a:njU-6-fcf'J H [3, 4~b] tTUi? 

25 JSS;^ : 24 3-2 44t: (7-feh>-X5^;i^ X-v^;Ui&i ^HigS) 

NMR (200MHz. CDC) 3) ppm : 1. 6-2. 3 (4H. m), 3. 15(1H. m). 3. 35-3. 6543H..,iiiX. 
3. 76(1H. d. I=I5Hz), 5. 15(ia dd. J=14, 5. 7Hz). 5. 42(1H. d. J=I5Hz).~6. 64(2a 
d. J=6. 2Hz). 7. 0-7.3(4E m). 7. 3-7. 7(6H. m). 8.91(IH. dd. J =4. 2. 1.8Hz) , 
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!j 8 2 

r-'Ov^JU-e. 7, 8. 9, 10. 11. 12. 1 4-:ti7^h\^U-6. 
1 4-i^^^V-5-yjL—}U [1. 4} v'Tl/n/ [2. 1-g] [1. 7] 
5 :^:75"^J>?> 

##<inj2 7T^f;fc'^b'&'teI<!:5-T5/-l-^>:$'y-;^^ffi.V^T. 1 

KP=^^>5^;U) -8-^=^V-5-:7xn;P-6-tf«J K [3, 4-b] 

10 mmrr^ii. mmit-^m-^m^BBthxm^nrco . 

mj^: 224-226t: (0^X5^;i/-X5^;> X-T^Jl'Aie.lfig^) 

NMR (200MHz, CDCU) ppm : 1. 3-1. 9 (4H. m), 2. 09(2H, m), 2. 85-3. 05 (IH. m). 

3. 15-3. 40(1H. m), 3. 50(1 H. dt. Jd=I5Hz. Jt=6. 4Hz), 3. 64(1H. d. J=15Hz). 

4. 97(IH. dt. Jd=15Hz. Jt=4. 8Hz). 5. 48(1H, d. J=15Hz). 6. 43(2H. d. 1=7. 2Hz). 
15 7. 05-7. 25 (4H. m). 7. 3-7. 7(6H, m). 8. 9I(1H, dd. J =4. 2, 1. 8Hz) . 

##0»J 8 3 

7- (3. 4-i^^aa^>i?JU) -6. 7. 8, 9. 10. 1 2 -'N^lJ-b 
Kn-6, 1 2-i>-t^\J-5-yji-)V 11, 4] z^T-^hiy [2. 1-g] 

20 [1. 7] i-y^^Ji^y 

0^m2 8 xnftit^^t 3 - T5 y - 1 -yayt/-;u«rfflviT. mmm i 

3<JillHtlcUTKl&, S!iaLT7- (3. 4 -i^i' n n^>s?;P) -7. 8-i^ 
tFD-7- (3-b KD:^^i/::/Ptf;i/) - 8 -^t^^^v- 5 -:73ix;i'- 6 - tf 

UK [3. 4-b] eUv>*Jl^:i}^^-y-5 K^I^SL. il©<b^#l^ffl ViT## 

m.^.: 2 2 4 - 2 2 6TC (i^^X5';i.-X5^;U X-5";i/;{>^^,||i^e^) i^. - - 

NMR (200MHz. CDCI3) DPm : 1. 9-2. 3(2^ m). 3.2-3. 6(3H. m). 4. OHlH. d. 
J=15Hz), 5. D5(1H. d. J=15Hz). 5. 49(1H. dd. J=13. 5.0Hz). 6. 9-7. 1(2H, m). 
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7.25(1H. m). 7.38(ia d. J=g. 6Hz). 7.3-7. 8(6H. m), 8. 93(1H. d. J=4. OHz), 

^^ms 4 

7- (3. 4-i^^ua^>z^Jl) -6. 7. 8. 9. 10. ll-'\4^-^^b 
h'D-6, 1 3->?^^y-5-:7:iin;P- 1 3H- [1, 4] i^TVi^J [2, 

1-g] [1.7] ±y^^jy>> 

<i:l^^lc:bTjRjS, fi!iSLT7- (3, 4 -i^^ □ n^>i;;p) -7, 
Hn-7- (4- 1 Ha^:^>'y-g=-ju) - 8 -:*-^y- 5 -:7 3i-;p- 6 - eu K 
[3, 4-b] b:u>'>;«j;i..i^^iJ-5 f^^SBiiU. :::©<t:'&'Kf«:MtiT#%M 1 

UA: 2 3 6-2 3 Bt; (r-feh>-X5';U X-5^;^;&^^Si^S) 

NMR (200MHz. CDCia) DPID : 1. 7-2. 3 (4H. m). 3. 14(1H, m). 3. 39-3. 60(2H. 

11)3. 70aH. d, J=15Hz). 5. HOE dd. 1=15. 5. 9Hz). 5. 35(m d. J=15Hz). 

6. 36(m dd. J=8. 4. 2.0Hz). 7. 02(2H. m). 7. 18(1H. d. J=8. 4Hz). 7. 3-7. 6 (6^ 

m). 8. 91(1 H. dd. J=4. 0. 1. 8Hz) . 

##«SJ 8 5 

(S) -5- [3. 5-b*X (hVyJU:ta:A^M '^>>?;p] -2, 3. 4, 
5-7^h^tKD-3. 8 -z^;*>^JU-6--t^V-7 - yo^:^)U-6H-iiiJ 
K C2. 3-b] [1. 5] ;f:^-b-ys» 

aS.^ : 1 4 7 - 1 4 8*0 (i^®?X5^;l/-^^iJ->;6^ ^Ifi^^) 
NMR (200MHz. CDCl,) ppm : 0. 83 (3H. d. J=7. 4Hz). 2.07(3H. s). 2. 39(1 H. m). 
2.97(1H. d. J=15. 4H2). 3. 48(1H. m). 3.87{1H. dd. 1=10.4, 12. 4Hz). 4.4€^(1H.^ * 
d. J=15. 6H2). 4. 59(1H. dd. J=5. 2, 12. 4Hz). 5.44(1H. d. J=15. 4Hz). 7. 37(5H. 
s). 7. 53(2a s). 7. 78(1H. s). 8. 29(1H. s) 



wo 00/32192 



147 



PCT/JP99/06S69 



th^M (%) : C 61.42, H 4.36 . N 5.51 
SlffiiJM (%) : C 61. 30, H 4. 52 , N 5. 70 
[a] o'" : - 1 0 6. 8' (C=0. 2 5 7, CHC 1 *) . 

8 6 

(R) -5- [3, (hVyjv^a:)^^-)^) ^>z^ji] -2, 3. 4, 

5--rh9t Kp-3, 8->?j^5=^;i/-6-:*-^y-7-7x— ;i/-6H-krU 
K [2, 3-b] [1. 5] ;t^iJ-V^v'> 

Mj^: 147-1491:: (i^B6x^;P-^^=ii->;{j^SM«gS) 
NMR (200MHz, CDCI3) vmi^^mS 5 <07.^i7 hJUZ^C 
TC^^WfiS : CseHzjNz Ob tUT 

f^^M (%) : C 61.42, H 4. 36 . N 5.51 

^MM i%) : C 61. 26, H 4. 33 . N 5. 69 
Ca]o'°:+102. 5' (C=0. 5 7 3, CHC 1 3 ) - 

mmm s 7 

4- [3. 5 -fx (^U7;i/x^Opt5^;i/) 'OJ^^P] -2, 3. 4. 5-5^ 
h7hHn-8-pt5";i^-5-:t=^^y-6-7xn;Pt!U K [3. 2-f] [1. 

4] :t=*^-y-i?t:> 

Bj^.: 1 5 1 - 1 5 '(B^iex^^;^-^ y ya x— 7^JU;0^e>Mi^S) 
NMR (200MHz. CDCh) ppm ; 2. 58(3H. s). 3. 69(2H. t, J=5. 4Hz). 4.-47(21,:. t. 
1=5. 4Hz). 4. 87 (2a s). 7. IKIH. s). ' 7. 17-7. 56(5H. o). 7. 80(2H. s), 7. 86 (1ft 
s) 



wo 00/32192 



148 



PCT/JP99/06569 



Ttm^^m : Ca.HjsNi O2 Fe • 1/4 Hz OtlyX 



fh^M (%) : C 59. 44. H 3. 85 , N 5. 78 



i%) : C 59. 42, H 3. 82 , N 5. 84 . 



5 



mmm 8 8 



5- [3. 5-lfX (hU:7;P:*-n;*5^;P) ^>i>M -2. 3, 4. 5-5^ 
h^t KP-9-pt5^;i/-6-:t^y- 7-7x:i;i/-6H- trU H [2. 3- 
b] [1.5] ^^-9-\/>'> 

10 ^^<k-&^7!)^*lfe*SatbT#6>nfc« 

S6.^. : 1 64-165'C (g^g?x5^JU--i' V^d tfjl. X— t^;^:*^^^;^^) 
NMR (200MHz. CDCI3) PPm : 1.79(1H. m). 2. 30(1H. m), 2. 56(3H. s). 3.35(1H. m). 
3. 77{1H. Di). 4. ]4(1H. d, J=15. 2Hz). 4. 31(1H. m). 4. 65 (IH. m), 5. 49(m d. 
J=15. 2Hz). 7. 02(m s). 7. 20-7. 50(5H. m). 7. 72(2H. s). 7. 83(lfts) 
15 7t^^^^: CasHaoNj O2 Fe t LT 

th#M (%) : C 60. 73. H 4. 08 , N 5. 67 
^SlJfit (%) : C 60. 43. H 4. 04 . N 5. 74 . 

##^J8 9 

20 4- [3. 5-t:;^ iV^)y)V:tU:^^)V) ^>z^JV} -2. 3, 4. 5-5^ 

h^t Ho-8-pt5^;P-5-:a-^ry-6-:7xr:;i/tfU K [3. 2-f] [1, 

4] :*-^iJ-tftr> g-pj-^^v-H 

8 7 -rtffcft^tl (1. 2 0g> Oi^PDJfxJUA (30ml) Ig^gfCm 
-^noig^,t#^ (8 7 0mg) ^ip^. ^ia-e2 O^TOJ^bT^c. 

(1. 1 0 g) i:bTt#e»nfc. 

Bt^: 181-183"C (THF-'f yypfcf;i' X-5^;i/j5ie.|IS§S) 
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NMR (200MHz, CDC) 3) ppm : 2. 62 (3H. s). 3. 72(2H. in). 4. 65(2H. m). 4. 89(2H, 
s). 7. 18(m s). 7. 20-7. 50(5H, m). 7. 79(2H, s). 7. 87(1H. s) 

Ttm^mm: c2,H,«Na Oa f, tvx 

tf-^fil i%) : C 57. 03. H 3. 79 , N 5. 54 

5 mmm i%) : c 57. 15, h 3. 77 . n 5. le 

#5t«»J 9 0 

5- [3, 5-t'X (hU7;U:^a^5^;U) ^>>';V] -2. 3, 4. 5-5^ 
h^t:HO-9-^9^JU-6-:^-^y-7-7xZiJU-6H-t!'J K [2, 3- 
10 b] [1. 5} :t^^V'» 10-:^^->K 

tz:^. ^^ft;^t»;5«ll^fi^^ (7 2 7mg) tLT#e>nfc. 
Mj^: 116-118t; (X^'y'-JU-X^JU X— ^.^^S) 
NMR(ZOOMHz. CDCU)ppm:l. 60-1. 82(1H. m). 2.42 0H. m). 2. 61(3H. s). 3. 43(1H. 
15 dd. J=6. 0. 17. OHz). 3. 81 (IR m). 4. 18(IH. d. J=15.4H2). 4. 25(IH. m). 4. 78(1 H. 

dd, J=5. 2. 12. 6Hz), 5. 52(1H, d, 1=15. 4Hz). 7. 16(1H. s). 7. 1 8-7. 50 (5H. m). 

7. 72(2E s), 7. 84(1H. s) 

Ttmi^mm : CibHjoN^. o, • 1/4 o^ut 

ff^fit <%) : C 58.31, H 4. 01 , N 5.44 
20 ^«"M (%) : C 58.17. H 4.38 , N 5.31 . 

##^«|9 1 

8-7±h^>^^^)\^-4 - [3, 5-tfX (h^Jy)l^a:A^A) ^>>>}V] 
-2. 3. 4, 5-5^h7t FP-5-:t^y-6-:7xx;H:;U K- [3. 2 
25 - f ] [1,4] :t=^^1?-bftf> 

##ifi|8 9T#fc<b^«& (9 3 9mg) i> ilTKg^^ (2 5ml-) oyMBm^ 
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am^i^^a (7 4 0mg) tLT^§e.^lfc, 

BL^. :122-124'C {fmx.^)V-^ y^Dtf;!/ X-7^;i';5^e>S!^S) 
NMR (200»!Hz. CDCl3)ppm : Z. 18(3R s). 3. 71 (2ft t. J=5. 6Hz). . 4. 50(2H. I. 
J=5.6z). 4.88(2H, s). 5. 2U2H. s). 7. 18-7. 50C6H. m). 7.79(2H. s). 7. 87 OR 
s) 

th#{it (%) : C 58.00, H 3. 74 . N 5.20 
mmm. {%) : C 57. 60. H 4. 02 , N 5. 09 . 

##M9 2 

-2. 3. 4. 5-5^h7tHa-6-:4-^y-7-7i-;i/-6H-trU H [2, 
3-b3 [1. 5] :t=^-lJ-'/->> 

tc:^. ra^b-&«K)*«Mfeisa (4 7 9mg) ^:^T^#en;t» 
86;^ : 156-157*0 (B^^xg^;u— f v:rn tf;u x-^;w*ie.if^^) 

NMR (200MH2. CDCl3)PPin : 1. 60-1. 95(1H. m). 2. 00-2. 20(1 H. m). 2. I7(3H. s), 

3. 36(ia ro). 3. 75(1H. m). 4. UdR d. J=l5. 2Hz). 4. 31 (IH. m), 4. 61(1H. m). 

5-20(2a s), 5. 48(1H. d. J=15. 2Hz). 7. 18(m s). 7. 20-7. 50 (5H. m). 7. 70(2R 

s). 7. 83 (IE s) 

t^»^t (%) : C 58. 70. H 4. 01 . N 5. 07 
^iMIl (9S> : C 58. 81. H 4. 11 . N 5. 17 . 

##^9 3 

2. 3. 4, 5-7"h7fciKP- 5-:^-=^y-6-7xX;HfU H [3". 2-f] 
Cl. 4] :r4^-ti-tflf> 
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8 9 Tft^rt^iij (4. 4 0g) 0)'J^uu:^'5'> (10 0ml) 
fC, a#T> ^fgT-:t^S>^{t: U > ( 1 . 2 4m I) t h U X9^;UT5 > ( 1 . 

8 5ml) ^nm\zmmvit, ^(r>m-^m^if^mmmi^\^itmi. mm^®^ 
^i»<&®5fe-rst. Wimit^mfj^^m^ (i. 44g) i 

g*^ : 1 8 3 - 1 8 4*0 y tf;l' x-^;i.;5^^a^S) 

NMR(200MH2. CDCl Oppin : 3. 73(2H. t. J=5. 4Hz). 4. 5l(2H. t. J=5. 4Hz). 4. 66(2H. 
S). 4.89(2H. s). 7.27(1H. s). 7. 30-7. 55 (5H. m). 7.8I(2H. s). 7.88(1H. s) 
TtM^mm. : C24H,7N2 O2 Fa C 1 iLT 
Wrmm. (%) : C 55. 99. H 3. 33 . N 5. 44 
^ffi'JM (%) : C 55. 76, H 3. 53 . N 5. 27 . 

##^J 9 4 

4- [3. (h'j7;i^:^P^5^JU) '>C>5?;|,] -2, 3. 4. S -7- 

f] [1.4] :*-;^--y->fcfe> 

##^J9 3Tt#;^c^t^i^ (1 5 Img) . THF (2m I) . ^^y-JW (1 
ml) *J:t/2 8%:^hU^7A^h4^i.H--ptiS^y-;i,i§JS Clml) ©jg^/^ 

1 8mg) <!:LTf#'=.nfc, • 

S^/^: 1 3 9-i4 0t: (i^sgx5-;u-^vyphf;u x-7=-Jl.;5^6M«S^) 
NMR (200MH2.CDCl3)ppiD:3.51(3H. s). 3. 71 (2ft t. J=5. 6Hz). 4.49(2H. t. 
J=5.6Hz). 4.58(2H. s). 4.89(2H. s). 7.27(1H. s), 7. 30-7. 52 (5H. m). 7.81(2H. 
s), 7. 87(1H. s) - 1^.- --^ 

TC^^i-tfrM : CsHzoNj O3 Fb tLT 
ifSifli (%) ; C 58. 83, H 3. 95 , N 5. 49 
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(%) : C 58. 73, H 3. 95 . N 5. 57 . 
9 5 

4- [3. S-\d7, (hU7;U:4-P^?;i') ^>-:^jU] -2. 3, 4, 5-^- 

K [3, 2-f] [1. 4] :t=^^tf-t2?e> 

#%^J 9 3 T^#fc^b^tJ (1 5 Omg) » THF (1ml) , -fyyPA/ — 
;U (1 0ml) :teJ;D^7K^'m:^hU»:?A (6 0 %M^) (1 2 Omg) <DU^m 

«l®ft:'&«Sr*<«Sfe«§S (7 4mg) i:LT^e»nfc. 
Bft.^ : 134-136*0 (B^KX5=';i/-^^1f>75^^S^^) 
NMR (200MHz. CDC la) ppm : 1. 26 <6H. d. J=6. OHz), 3. 60-3. 90 (3H. m), 4. 48(2H, 
t. J=5. 4Hz). 4. 63(2a s>. 4. 89(2^ s), 7. 27(1H. s). 7. 30-7. 55 (5H. m). 7. 81 (2H. 
s). 7. 87(1H. s) 

Tt^'Sl^mm.l C2tH24N2 Oa Fa tUT 
tMltfiS (96) : C 60. 22. H 4. 49 . N 5. 20 
^mm. (%) : C 60. 00. H 4. 61 , N 5. 07 . 

#%^J 9 6 

4- [3. 5 -fx (hU:7;U:^n^5^;P) ^>'^}V} -2. 3. 4, 5-^ 
l-^bh'P-8-^^;i^5^:tp<^;U-5-:d-^y-6~7jcx;Ut!'J H [3. 2 
- f] [1.4] :^-^U-iih!> 

##0!I9 3T#fc{k^tJ (1 2 5mg) , :^i^J-)V (5ml) 5% 
;*5^JV;*;i/*:/i5'>:)-hU':7A7K^^ (iml) ©^g^tl^StaTi-o^J'HISfl* ' 

^m^m^t^ii. mmit^mf)m.^mm (io3mg) ti^xn 
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m^: i65-i66t: (gt^xf^;i.-'f yyptr;i/ jL-r-Ji^^^^n^^a) 

NMR (200MH2.CDCl,)ppm: 2. 14(3H. s). 3. 72(2H. t. J=5.4Hz). 3.79(2H. s). 
4.49(2H. t. J=5.4Hz). 4.89(2H. s). 7. 30-7. 50(5H. m). 7.34(1H. s). 7.8I(2H. 
s). 7.87(ia s) 
7tm^¥fm: Cz.Ha.Nz O2 SF. -1/6 H, OtUT 

mW-m (%) : C 56.71. H 3. 87 . N 5.29 

SIM (%) : C 56.67, H 3. 87 . N 5. 23 . 

9 7 

2. 3, 4. 5-^h^tKP-5-;*-^y-6-:7jin;i/tfU H C3. 2-f] 

[1, 4] r^-^-y-tftr^ 

##011 9 3 ■^^l■fc•^t'&#^ (5 0 Omg) , THF (1 0ml) i^^TS2 5%T 
>^-T* (1 0ml) (Om^l^^^ m'^'P. 1 2 OtTfU^FB^iJO^Ufc. }%m 

IgiSL, ^jd|&®56f S<h, «IS'ffc^«53&*ilfe^a (4 4 3mg) tLT#^n 

ft. 

MAj^ : iss-ioit: (THF-X^;U X— 5^;i'*^6SSIS) 
NMR (200MHzi CDCl3)ppni: 3.71 (2H. t. J=5. 6Hz). 4.00(2H. s). 4.50(21 t. 
J=5. 6Hz). 4. 89(2H. s), 7. 20-7. 60 (6H. m), 7.81(21 s). 7. 87(1H. s) 

Ttm^mm: c24H,9Na ^lt 

tf^fii (%) : C 58.19. H 3. 87 . N 8.48 
(%) : C 58.36, H 3. 81 , N 8.00 . 

4- [3. ih^JyJV-ta^^M ^>i^)l'i -2, 3. 4, 5—5=- 
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2- f ] [1, 4] 

^mm9 S-vnrzit^m (ISOmg) :tiJ:ZS4 0%^^)l'7S.>-:^i^y- 

)mm (1 omi) (DB^m^^^-i^s o^fmm^Lft. mm^^^i^s 

5 ^ili'fk^%;&«*SfeifSa (1 1 5mg) tLT^#Snfc„ 

illl;!^: 152-154t: {mm:s^^)V-^VZfu\^)V J^-'r)Vi3^^nm^) 
NMR (200MHz. CDCl3)ppni : 2. 50(3H. s). 3. 70(2H. t. J=5. 6Hz), 3. 89(2H. s), 
4. 48(2H. t. J=5. 6Hz). 4. 88(2ft s). 7. 22-7. 50(6H. m). 7. 80(2H. s). 7. 86(ia 
s) 

10 7C3!l^3■«f^l : CasHj.Na O2 Fs tLT 

tfJIM (%) : C 58.94, H 4. 15 , N 8. 25 
^mm. (%) : C 58. 71, H 4. 25 . N 8. 35 . 

^mm 9 9 

15 4- [3. 5-tfX (h'J:7;i':rDpC^;W ^>>?;H -S-z^:K^)V7^J 

:^^Jl-2, 3, 4. 5— r-h7t KD-5-:*-=1ry-6-7a:^;i/tfU K [3, 
2 - f ] [1.4] ^^^'^\^> 
#5t«a|9 s-e^fc^b-S-^? ClSOmg) OTHF (3ml) 

5> dm I) mwx. ^u-n3o^mm.wvrzo mm^^^ii^. n^m\z7)fi^ 

mit^mftm^f^^B (i 2 smg) iii.T%^nit. 
m,^ : 1 8 6 - 1 8 8t: (i^^x5^;i. — r yyptf;u x-7=-jU3&^e.Sii;s^) 

NMR (200MHz. CDC la) ppm: 2.33 (6H. s), 3. 60(2H. s). 3. 71 (2a t. J=5. 6Hz) . 
4. 49(2H. t. J=5. 6Hz). 4. 89(2H, s). 7. 26(ia s). 7. 30-7. 50 (5H, m). 7. 81 (2H. 
25 s). 7. 86(IH, s) 

TC^^i-^fffil : C^fiHaaNa F. tLT - j;,^.-. - 

H-M (%) : C 59. 66, H 4. 43 . N 8. 03 
(%) : C 59. 43, H 4. 49 , N 7. 84 . 
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m^m 10 0 

4- [3. 5-h*X (h^JyJl:ta^^)V) ^>z^)U] -8 -vtJ^pynkVU 
T5y><5^;i/- 2, 3. 4. 5--5^h^t KD-5-;t-^V-6-7x^;H:r'J 
6 H [3. 2-f] [1, 4] :^-=^•t^-lft!> 
##^a!9 3-C4#fc{k;'&!|^J (15 5mg) OTHF (10ml) ^tRlCJ'ti^n:/ 

Dtr;w75> (0. 5rai) sriiB;^. 1 5 ^wJti^TfwjD^iSiSEbfc. mm^m 

10 ^JV: :^^y-Jl^=9 : 1) »c:#L., ^J-gi, 3|t©-rst. liJlirb^<^;6«MfeJ^a 
(1 2 7mg) tLX^^tlTz. 

mi^: 1 2 9 - 1 3 1 "c mmj:.^)u-^^D->ti^ibnm^y 

NMR (200MHz. CDCl 3)ppni : 0. 44 (4H, m). 2. 19(1H. m). 3. 69(2H. t, J=5. 6Hz) . 
3. 97(2H. s). 4. 48(2H. I. J=5. 6Hz) . 4. 87(2H. s). 7. 25(1H. s), 7. 26-7. 55 (5H. 
15 m). 7. 79(2H. s). 7. 86(1H, s>. 

Tt^ii-^M : CiiHiiNi Oi Fb • 1/6 Hz Otl^X 
HrWM. (%) : C 60. 22, H 4. 37 , N 7. 80 
(%) : C 59. 98, H 4. 40 , N 7. 85 . 

20 101 

4- [3, 5-t*X (hU7;l'::t-0^5^;i') 'OS^;!/] -2, 3, 4,.5-7=- 

tfUK [3. 2-f] [1. 4] •^^■^■\^\f.> 

9 3 Tfffc^b^it^ (iSOmg) CDTHF (Iml) mmz.U-^'^)V 
26 hr^^i^> (1ml) &iP^, 5B#^1itJ^L;t. 

wmit^m-hm^^^^B (losmg) ti^xm^titc. 

m^: 181-182*C (e^SJx^^jl/-- ryyat;!/ x-5^j|/55>6?li^rB) 
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NMR (200MHz, CDCl 3)ppra : 2. 30(3H, s). 2. 48(4H. br). 2. 59(4H. br). 3. 68(2H, 
s). 3. 71(2H. t. J=5. 6Hz). 4.48(2H. t; J=5. 6Hz). 4-89(2H. s). 7. 27(1H. s). 
7. 30-7. 50 (5H. m). 7. 81 (2H. m). 7. 87(1H. s) 

5 tl-^M <%) : C 60. 20. H 4. 88 . N 9. 68 

mmm (%> : c 59. 96. h 5. 00 . n 9. 51 . 

##^J 10 2 

S-7±i^)U7^y [3. ih 'J y JV:ta ;^9-M ^> 

10 v'^U] -2. 3, 4. 5-7^h^bHP-5-^=*^y-6-yac— ;Uh!U K [3, 
2- f ] [1.4] :t^-!i-fertf> 
m^m^T^ntcit^m (ISOmg) <;Dt:U>'> CSml) ^IKICMtIcS^^ 

(imi) ifcin;^., mM.-vzQ»mm.w\^it. mm^m^x^. mmm\zwm.:sL^ 

15 ei@^b^«ll7i««ife^S (11 3mg) tl^T^enfc. 

St* : 223-224'C (TH F -3L=J^)V X— 5^;Uj6> ^Si^a) 
NMR (200MH2. CDCl ,)ppin : 2. 07(3H. s), 3. 72(2H, t. J=5. 4Hz) , 4.49(2ft t. 
J=5. 4Hz), 4. 58(2H. d. J=5. 4Hz), 4. 88(2H. s). 6. 62(1 H. br). 7. 21(1H. s). 
7. 22-7. 55 (5H. m). 7. 80(2H. s>. 7. 87(1H, s) 
20 7t5^^«T<it ; CisHj.N, Os F. tUT 

W^Wm. (%) : C 58. 10. H 3. 94 . N 7. 82 
^mm. : C 58. 06, H 3. 97 . N 7. 99 . 

10 3 

25 4- [3. 5-t'X {h*)y)\^^U:K^)V) ^yVM -2. 3. 4. 5-7^ 

UK [3. 2-f] [1. 4] :t^-tJ-t?t!> -~ 

0mm9 j-vnftit-tm (isomg) ©thf (smu ^^thux^^jp 
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(0. 0 8 5ml) iS^XfmtP^^>X)V-^-)U <0. 0 5 0ml) ^iD 

( 1 0 8 m g ) t LTt# e. nfc. 
5 Stji^ : 1 9 4- 1 9 St: (THF— f y:/Dtf;u X— 5^;Pi6»&S^S) 

NMR (200MHz. CDC 1 s) PPm ; 2. 99 (3H. s). 3. 7Z(2H. t. J=5.4Hz). 4. 44 (2ft d. 
J=S.OHz). 4.48(2ft t. J=5.4Hz). 4. 88(2E s). 5. 55(1H. t. J=6. OHz). 7. 26(1 H. 
s). 7. 27-7. 50(5H, m). 7. 80(2H. s). 7. 87(m. s) 
7C3!l4i-*tm : CseHj.Na O4 SFb -1/2 OiiUT 
10 (%) ; C 51. 55. H 3. 80 . N 7. 21 

l^ffi'iM (%) : C 51.43, H 3. 78 , N 7. 07 . 

10 4 

6- [3. 5-tfX (hU7;i'^o^5^;i/) ^>>>;i'] -S, 6, 7, 8. 9, 
15 1 0 -'v^^+l-h Ko- 3. 9 5. 1 0->?::^-^y-4-:7x— ;i'tf 
UH [2, 3-f] [1, 4] ~^T'Jiy> 

#5teiJ3 ST^i^Si'fb^^fe (3 7 Omg) ©THF (15ml) ^fKlX. ?^^T, 
hUx^^JPTS^ (0. 4 2m 1) i5cfeDC^<b^^>X;J/*z:;U (0. 2 4ml) 
*JD^T, ^ia^ll^K^Lfc. Sii&*Sfctam^SI*5f5:?-h'Jr>A7K (15m 

20 1) ^n^s ^jaT$&jc4 0^^-rBmjtufe^. B^sgx5^;uTj«Hjbfe. jsflB?8t 

(3 0ml) Humt-rV^y^J^ i&OXmm (8 4mg) &j[JnA> 

4 O^^-rp^Jto^fiSMUfco ;i©Ki£:^g'&«^*g^^x9^;i'T^f^L. 

25 i^^ (2 1 3mg) tVXn^ntt. 

: 203-205*C (e^^X5^;U — T V hr;P X-5^J1^A>^M^$®) 
NMR (200MHz. CDCl3)pPin : 1. 72 (IH. dd. 1=15. 7. 2Hz). 2. 18(3H. s). 2. 75(1H. m). 
3. 04(3ft s). 3. 54(3H. m), 4.09(1H. dd. J=14. 7. 2Hz). 7.2-7. 6(5ft m). 7. 48(2H. 
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s). 7. 74(1H. s). 8. 69 OH. s) 
7tm^^^: CjsHa.Ns Fe -0.2 H2 OiiL/T 
WrWm (%) : C 59.48, H 4. II . N 8.00 

mmm. (%) : c 59.39, h 4. 13 . n 7.83 

E I -MS m/s : 5 2 1 (M*) [ (C.Hj.N, O, F« ) +] . 

m^m 10 5 

6- [3. ihVyJl:tn^^JV) ^>i^J]^] -5, 6, 7, 8, 9, 

1 0-^^-y-t KP~9-pt5^;i^-5, 1 0->^^^V-4-7ai->EU K[2, 
3 - f ] [1.4] z^TV>^> 

: 167-1691:: (i^mx5^;i' — f V y o t:;u x—t^ji/ts^ esi^s) 

NMR (200111Hz. CDCU) ppm : 2. 05(1H. m). 2. 87(m n). 3. 10(3ft s). 3. 36(IE d. 
J=l4Hz). 3. 48(1H, d. J=14Hz). 3. 97(m m). 4. 26(1H. dd. J=15. 7. IHz). 7. 35(3H. 
b). 7. 63 (5ft m). 7. 71(m. s>. 8. 81 (1ft d. J=5.0Hz) 

ff3¥M (%) : C 59. 18. H 3. 77 , N 8. 28 
USSM (%) : C 58. 90. H 3. 81 , N 8. 05 . 

0mm 10 6 

6-^>v;U-5, 6, 7. 8. 9, 1 0 -'N^tMi Ko- 3 . 9-z^^^)U 
-5. 1 0-z^:i-^V-4-yx.:=.)Uk:V \^ [2. 3-f] [1. 4] v^TV/v 
> 

0%md 5T#fe<b^ife«i:;>t5^Jt/75>SfflViT. ##«aj3 3<DXS4i:|^«| 
- 2 - >l ^;P7 5 / ;*7;i'Sj?x;|/- 4-7 xx;W- 3 - e U >5{7;i/Jl^^'9-5 H Sr 
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Mj^: 1 8 3 - 1 8 4*0 mWiJ^^JV — T V^O tTJl/ X-x;U/Oi?.M$Sr0) 
NMR (200MHz. CDCU) ppm : 1. 46(1H. dd. J=15. 8.1Hz). 2. 17(3H. s). 2. 69(IH. 
m). 3. 02(3H. s). 3. 27(1H, d. J=13Hz). 3. 44(!H, d. J=I3Hz), 3. 56(1H. m). 
4. 00(1H, m). 7. 01(2H. m). 7. 2-7. 6(8H. m). 8. 68(1H. s) 

tl-^fii (%) : C 74.78. H 6. 01 , N 10, 90 

mmm (%) : c 74.52. h e. 13 , n 10.82. 

10 7 

6- [3, (h^JyJl:ta:<^JU) OS^M - 9~X5^;U-5. 6. 

7. 8. 9, 1 0-^^•t^tHo-3-;*g^;^-5, 1 0->?^:^^V-4-7a: 
— ;HrrU H [2. 3-f] [1. 4] ~J7V^> 

4 tlWI^fCSfSb, M31LTN- [3. 5-fcfX (hV'7Jl'^a}f>^M ^>5^ 

;H - 2 -x^;py5>':^;W7}^— ju-N- (2 -b Ko:^->x5^;i') -5->^5F 
;p-4-:7j:x;u-3-t!'J-:^>:^7Jl/iJ^^it;5 H^ii^®{L., c:o{t:^4^^ffl^'^-c 

Bfcjili: 228-229*0 (i^ffilX^^;^—^ V^D }dJV X-5^;i'd^ 
NMR (200MHz. CDC1») ppo : 1. 33(3H. t. J=7. OHz). 1. SHIH, dd. J=15. 7. 6Hz). 
2. 18(3H. s). 2. 72(IH, m), 3. 39(!H. m). 3.42(m d. J=14Hz). 3. 57(1H. d. 
J=UHz), 3. 57(m ffl). 3. 77(1H. m). 4. 03(1H. dd. J=15. 7. 6Hz). 7.2-7. 6(5H. 
m). 7. 48(2H. s). 7. 74(lH,'s). 8. 69(1 H. s) 

ifWrn (%) : C 60.56. H 4.33 . N 7.85 . . ... 

SfeSm (%) : C 60.28. H 4. 51 , N 7. 65 . 
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#%^J 10 8 

6- [3, 5 -fx (hU7;P:tP^^;l') ^>i^Jl2 -6, 7, 8, 9, 1 
0, 1 l-'\+•^^hHD-3, 1 O-i^pt^";!/- 5, 1 1 ->?;^-+V-4-7ai 
::i;U-5H-lfU H [2. 3-g] [1. 5] i?T\/ii> 

: 2 4 7-2 4 9*0 (THF -et@?X5^;U— T y^D fcf;i<' X-T^jW^J^e* 

NMR (200MHz. CDCI3) ppm : I. 2-1. 4(1H. m), 1. 8-2. 3(1H. m), 2. 15(3a s). 
3.0-3. 6(4H. m). 3. 04(3H, s), 3. 91(1H. d. J=15Hz). 5. 32(1H d. J=15Hz). 
7.0-7. 5(7H. jn). 7. 75(1H, s). 8. 59(1H. s) 

th^M (S^) : C 60. 56, H 4. 33 . N 7. 85 
^mi& i%) : C 60.41. H 4.46 , N 7. 87 
E I -MS m/s : 5 3 5 (M+) [ (Ce,H„N, F, ) ■'D , 

10 9 

4- [3, 5-t*X (hU:7;P:*-Pp<5^;W ^>i^M - 8 -t HP^^V'pt^^ 
;i/-2. 3, 4, 5-7^h^tiKD-5-:t+y-6-7xXJl/fc!U |< [3. 2 
- f] [1.4] :**:^1t-t?tr> 

8-7-b h^->^^;b-4- [3, 5-t'X (KUy;P:ta;<5^;p) '<>>';U] 
-2. 3. 4, 5-5rh^hHP-5-::*-^y-6-ya:x;H:fU K [3, 2- 
f] [1. 4] :t^-y-iitf> (##M9 1) (4. 5 1 g) , XiS^y-;!. (5 0 
ml) *3cbU^4N-NaOH (50ml) (Dri-&i^$^^T 1 . SUffp^WLfeo 

mit^mtf^m^m^ < 4 . 1 0 g > t ut# e^n^. 
S6.^ : 1 9 9 - 2 0 nc (s^eix5^ju— r y -i^p i:f>>u x— ^n^^y 
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NMR(200MHz. CDCJ3) ppm : 3. 10(1H, b). 3. 71(2H. t. J=5. 6Hz). 4. 50(2H. I. 
J=5. 6Hz), 4. 78(2H. s). 4. 88(2H,. s), 7. 20-7. 50 (6H, m). 7. 80(2H, m). 7. 87(1H. 
s) 

#5t^J 110 

4- [3, ih^JyMuy^^M ^>S^M -2. 3. 4. 5-5^ 

h^bHD-5-:t+V-6-:7x-;Pt:U K C3. 2-f] [1. 4] :t^th 
'i?t:>- 8 -:fj)V-^>m 

4- [3. (h^JyMu^^jv) ^>i^;H -8-tHp^'>pt^ 

3. 4. S-T^h^h Ho-5-:t=^^V-6-7x-;j/trU H C3. 2 
-f] [1, 4] :r=^-b-iftr> (##«ajl 0 9) (3. 4 9g). 2N-NaO 
H (10 0ml) ^J;rifiiV>:^>^;<jU'^A (2. 2 2 g) CDM^i^Sr^MT 

4 5 mmm^i^ft. ^jt^m-^mzmm^-^^m^ h u atk^^ ( i o m i ) * 

in^s pHi&tt^^^t/iT$5 3lCSSIim, S^^X5=-;P-THF (1:2) TttUi 
^m^m (2. 7 4g) iLT#f=.nfc, 

ifi* : 199-I23t: (pt^/-;u-x5^;w x-x-;U;6^e>lliS^) 

NMR(200MHz. DMS0-d6) ppm; 3. 94(21 b). 4. 46(2H. b). 4. 91(2H. s). 7.25- 
7. 55(5tt b). 7. 90(IH. s). 8.06(2H. s). 8. 12(1H. s) 

111 

4- [3, 5-\^X ih'JyJU^D^f^'^M ^>i^M -2, 3, 4, 5 — t" 
h^t HD-5-:^4^y-6-:7xx;i.e'J K [3, 2-f] [1, 4] ^^-^j- 

4- [3» (hfjy)^^^!^^.^)^ ^>>J;H -2. 3. 4, 5-7^ 

h^tiFn-5-:t=^y-6-:7xXJUfc:iJ F [3, 2-f] 11,-4]-^^-^' 
■tftf>-8-:^J1.4?>^ (##fiaji 10) (2 2 Omg) , THF (fsml) . 
DMF mMM) ^J:ZSmit'^^:i}U (0. 0 8 7ml) ©M'&J^&iaMjlMT 
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\z2. smmmi^Lrz. mm^m^v. m^m^THP (lomi) icjgisiLfc. 
c(Dmm\zT>'tiiT7i(. (2ml) ^m^. c(DU'^<^t:^m'T^immm.i^^^, 

m^: 221-222"C (i^^X^;P-'i' V^n \^}\, JL-y-}Uf)^e>nm&) 
NMR(200MH2. CDCl ,) ppm ; 3. 74(2H. I. J=5. 6Hz). 4.50(2H. t. J=5. 6Hz), 4. 92(2H. 
s). 5.80(1H. b), 7. 30-7. 55 (6H. m). 7. 83(2H. s). 7.89(IH. s). 8. 20(m s) 

#^011 112-117 (Dit^mtA- [ 3 , 5 - t'X ( h U y)V^n 
^>>?JU] -2, 3, 4. 5 -5=- h5 t Kd- 5 -:e-^y- 6 - >'xx;Pt?U H 

[3. 2-f] [1, 4] ^^if^}:^>~ 8 -ti)u^>m C0^m 11 0) 
j]^rs.>. tr^»j5?>. ^r;p;t^ij>. 1 -;>^5^;i/fcr'^5i^» i 

112 

4- [3, ihOy)U^n^^M -n-^5^;u-2. a. 

4. 5-5^h^t HP-5-:^=^V-6-37i-;Utr»J H [3, 2-f] [1. 

4] tf >- 8 -;357;i/#it^-tl-5 H 

M.^ : 14 St: (^) (THF-X5";P X— 5,^)^^) 
HMR(200MHz. CDCI ,) ppmrS. 04(3H. d, J=5. 2H2). 3. 73(2H, t. J=5. 4Hz), 4. 48(2H. 

t. J=5. 4Hz), 4. 09(2H. s). 7. 25-7. 60 (5H. m), 7. 65-7. 95 (IH. b). 7. 81 (2H. s). 

7. 87 (in s). 8. 17(1H. s) 

#%01J 113 

4- [3, 5-\i7. (.h^Jy)V^U:^^}V) ^>i^}V^ -N, 
2. 3, 4. S-T^h^tHn-s-^J-^y-e-^jixjl/bTV K [3, 2rr.f>- 
[1. 4] :*-^lJ-tftf>-8-;^7;P3j?it^U-5 K 
BS.^ : 2 3 5 - 2 3 6*0 (ilKX5^;U— f V -/p tfJU X-5^;i/Ai 
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NMR (200MHz. CDCh) ppm : 3. 1 1 (3H. s), 3. I5(3H. s). 3.72(2H. t. J=5. 6Hz). 
4. 47(2H. I. J=5. 6Hz). 4. 90(2H. s). 7. 25-7. 50 (5H. m). 7. 60(IH. s). 7. 82(2H. 
s). 7. 88(1H. s) 

114 

4- [3. S-\^7. (h'j7;U:4-npl5^;i/) '^>5?;i/] ~N-n-:/^;i'-2, 
3. 4. 5-5^h7t Ka-5-:^4^V-6-7x;i;Ut:U H [3. 2-f] [1, 
4] :t=^^-tJ-tflf>-8-*;U3H^^iJ-5H 

Wu^: 194-196"C (g^Kx5";u— < V tr;P X— r JUjfti ^WfeS) 
NMR(200MHz. CDC I a) ppm : 0. 96 (3a t. J=7. 2.Hz). 1. 20-1. 80(6H. m), 4. 78(2R m). 
3. 73(2H, t, J=5. 6Hz). 4. 49(2H. I. J=5. 6Hz). 4. 91 (2H. s), 7. 30-7. 58(5H. m). 
7. 82(2H. s). 7. 88(1H. s). 8. ]8(IH. s) 

115 

4- [3. (KU:7;i'^D^5^;U) ^>s^;p] -2. 3, 4. S-'r- 

h^h Kn- 5-^:^v-6-:7iji;i/-8-tr'^U-:^y;«7;P3}^x;Phru H C3. 
2-f] [1,4] :t^1i-i£}^> 
8^^:2 1 8-2 2 0*0 (THF — f y :/D tfJl^ X-5^;U30^ 
NMR{200MHz, CDCl,) ppm : 1. 60(2H. b). 1. 69(4H, b), 3.44(2H.. t. J=5. 6Hz). 
3. 72(4H. m). 4. 46(2H. t. J=5. 6Hz). 4. 89(2H. s). 7. 20-7. 60 (GR m). 7. 81 (2H. 
S). 7. 87(1H. s) 

1 1 6 

4- [3, 5-tfx (hU:7;i'^D^5^;u) '^>-:^;p] -2, 3, 4, 5--7^ 
h^b KD-8-t;i/7f^"jy*;P4^x;i/-5-:t^V- 6 -7j:x;i^tru h'. [3, 
2-f] [1. 4] ^4^1J-brtf> - 1^..^. -' 

Bfi^ili: 265-266'C (0®?x5^ju-< y :7^p fc:;^ x-5^;i.75^ ^mf^^m) 

NMR (200MHz. CDCl 3) PPm : 3. 55-3. 90(1 OH. n). 4.46(2H. t. J=5. BHz). 4. 89(2H. 
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s). 7. 25-7. 52 (5H. m). 7. 59(1H. s). 7. 81 (2H s). 7.88(1H. s) 
##^J 117 

4- [3. 5-lfX ChU:7;i/:tD^5^;i') ^>i^)U] -2, 3. 4. 5-5=- 

-6-73:-;i'tr'J H [3. 2-f] [1, 4]>^ij-k*tr> 
m,^.: 1 9 6-1 9 8*0 (THF— < V:rPtf;i/ X-7^;U;0i ^.ffM^a) 
NMR (200MHz, CDC 1 3) ppm : 2. 35(3H. s). 2. 45(2E m). 2. 54(2H. m). 3. 61 (2H. 
m). 3. 72(2H. I. J=5. 6Hz), 3. 84(2a m). 4. 46(2H. t. J=5. 6Hz). 4. 89(2H. s). 
10 7. 25-7. 50(5a m), 7. 54(1H. s). 7. 81 (2H. s). 7. 88(lH. s) 

1 1 8 12 6 O^fb^ifefi, ^'Sr , 3 7 &##««J 4 5 

15 ^^(Dmmitmy'-^^KrfizmT. 
0%m 118 

2. 3. 4. 5-5"S^t Ko- 5-^=^y-6-:7in;p-4- (3. 4, 

5-h^J^h^z^^>i^)l^) tfiJH rs, 2-f] [1, 4] Pa-^-!J-1ffcf> 
: 177-179*C (r-feh>-x^;i' X— 
20 NMR(200MHz, CDCl 3) ppni ; 3. 70 (2H, t, J=5. 6Hz). 3. 85(6H. s), 3. 87(3H, s). 

4. 34(2H. t. J=5. 6Hz). 4. 72(2H. s), 6. 60(2H. s). 7. 24(1H. d. J=5. 2Hz). 
7. 30-7- 55 (5H. m). 8. 42(m d. J=5. 2Hz) 

0%m 119 

25 4- (3 . 4-v?i'PP^>>?;i') -2. 3, 4. 5 -7^ h 7 k Kp - 5 

^y-6-7a:X;Hf'J h* [3. 2-f] [1. 4] :t^-^ifi^> . 

Si.#. : 1 8 9 - 1 9 2^: (THF -x^;v x-x^i^d^e.^;^!!) 

NMR(200MHz. CDCI3) ppm:3. 67(2H. t. J=5. 4H2). 4. 42(2H, t. J=5. 4Hz). 4. 71(2H. 
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s). 7. 10-7. 70(9H, m). 8.43(1H. d. J=5. 2H2) 

^mm 1 2 0 

4- (3. 4-v;< h^>-^>>?;p) -2, 3. 4. 5-xh^tf«D-5- 
^+V-6-:7x-;HfU H [3. 2-f] [1. 41 :t^D-if\i> 

NMR (200MHz. CDCl,) ppm : 3. 6.7(2H. t. J=5.4Hz), 3.85(3H. s). 3. 91 Oft s). 
4. 29(2ft t, J=5.4Hz). 4. 72(2H. s). 6. 80-7.00(3H m). 7. 22(1H. d. J=5. 2Hz). 
7. 30-7. 50 (5H. m). 8. 40 (1ft d, J=5. 2Hz) 

##^J 12 1 

4-^>-:^JU- 2, 3. 4. 5 --T^hvb Kn-5-:j-4^V-6-37 3ir.;Hf 
UK [3. 2-f] [1, 4] :t=j-1i-fefbf> 
Bl^^ : 2 0 9 - 2 1 It: y—JU-Ji^JU nL-y^JUa^ioWm^) 

NMR(200MHz. CDC! 3) ppm: 3. 64 (2H, t. J=5. 6H2). 4. 33 (2ft t. J=5. 6Hz). 4. 77 (2ft 
S). 7. 22(lft d. J=5. 2Hz). 7. 30-7. 55(5ft m). 8. 39 (1ft d. J=5. 2H2) 

12 2 

2. 3, 4. 5— rf>9t Kn-6-:*-=^^y-7-7xli;U-5- (3, 4. 
5- h'J;^ h + x^>-:^;i.) -6H-tf>J H [2. 3-b] [1. 5] ^T^ify 

it* : iss-iset: (itS6xg^;t'-x5^;u x— ^;i.;6^e>^iS^) 

NMR(200MHz. CDCI3) PPm : 1. 65-1. 85 (IH. m). 2. 29(lft m), 3. 40-3. 75(2ft m). 
3. 77(6H. s). 3.87(3H. s). 4.07(1H. d. J=14. 2Hz). 4.27(1H. m). 4. 66(Ift m). 
5. 22(Ift d. J=]4. 2Hz). 6.53(2ft s). 7. 15(lft d. J=5. 2Hz). 7.35(5H. m). 
8. 40 (1ft d. J=5. 2Hz) - 1^.-. 

12 3 
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(S) -5-^>i^)l'-2. 3, 4. 5— 5^h7hHD-3-pt5';i^-6-;t 
4^V-7-:7x:^;i/-6H-t:U H [2. a-b] [l, S] :t 

: 139-141*0 (fi^Kx5^;i^— r y yo trju x-5^;U36> SSiffiS) 
NMR (200MHz. CDC 1 3) ppm : 0. 84 (3H. d. J=7.0Hz). 2. 43 OH, ra). 3. 12(1H. d. 
J=14. 8Hz). 3. 39(1H. dd. J=15. 4. 10. 2Hz). 3. 72-4. 00(2H. m). 4. 60(1H. dd. 
J=12. 4. 5. 2Hz). 5. 51(1H. d. J=14. 8Hz). 7. leOH. d. J=5. OHz). 7. 20-7. 50(1 OH. 
m). 8. 39 (IH. d d. J=5. OHz) 

##^J 12 4 

(R> -5-'^>>';i/-2, 3. 4, 5 -7^ h^fc Kp-3 6 -:t 
^V-7->'a;-;U-6H-t!U H [2. 3-b] [1. 5]pr^lJ-y-» 

Sk^ : 139-141*0 (e^ife3i5^;i'— fyT'Dfcf^P X— r-;P;Oie,MiS@S) 
NMR (20(»IHz, CDCI3) ppra : ##Ml 2 3 ©fb'n-^CX^^' 

12 5 

(S) -5- [3, (.hUyJV:tny.^)l') ^>i?;U] -2. 3. 4. 

5— T^h^t h*0-3-pt5^;i/-6-:r^^^y-7->'xXJU-6H-tr'J K [2. 

3-b] [1. 5] :t=^i)-Vi^> 
MM. : 142-143'C mmJ^^JU — TVT'Dt^Jl/ X— 
NMR(200MHz. CDCl 3) ppm : 0. 87 (3H. d, J=7. OHz), 2.46(1H, m). 3. lOdE d. 

J=15. 4Hz). 3. 59(IH, dd. J=15. 0. 10. 6Hz). 3. 92(1H. dd. . J=12. 6. 10.4Hz).. 

4. 20(ia d, J=15. 4Hz). 4. 63(1H. dd. J=12. 6. 5. 2Hz). 5. 50(1H. d. J=15. 4Hz). 

7. 18(1H. d, J=5. OHz). 7. 20-7. 50(6H. m). 7. 72(2H. s). 7. 84(lft s). 8.43aH. 

d. J=5.0Hz) 

2 6 . - 

(R) -5- [3, (hU7;i^;i-P7^^;i/) ^>i^A} -2' 3, 4. 

HD-3-pt5^;p-6-xr^V-7-7xx;P-6H-tfU K [2, 
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3-b] [1. 5] :t=¥D-Vi^> 

NMR (200MH2, CDCI,) ppm : ##0»J 1 2 5 (D^b'&^lOX^i? V)Vt.W\Co 

5 12 7 

7 -^>-J)V-^, 7. 8. 9, 10. {4-^=^ 
}],Vx.ZL)\A -6, 1 3-v:4-=^^y- 1 3H- [1. 4] z^TV'y/ [2, 1- 
g] [1,7] ^y^Vz^> 

10 {k^«^*<ilfi«gSi:bT#€.nfc. 

B*^ : 239-241^: (g^Slx^Jl^— f V T'n tf;U x-^;i/*iSS$gS) 

NMR(200MHz,CDCl3)ppni:l. 6-2. 1 (4H. m). 2. 50(3a s). 3. 14(1H dd, J=15. 3. 8Hz). 

3.3-3. 7(2H. m). 3. TTOH, d. J = 15Hz), 5. 14(1H, dd. J=14. 5. 9Hz). 5. 42(1H. d. 

J=15Hz), 6. 67(2H. d. J=7. OHz). 6. 92(IH, dd. J=7. 6. 1. 8Hz). 7. 1-7. 5(6H. m). 
15 7. 46(IH. dd. J=8. 4. 4.4Hz). 7. 60(1H. dd. J =8. 4. 1. 8Hz). 8. 90(1H. dd, J =4. 4. 

1. 8Hz) 

^^mi 28 

(9R) -7 -^>z^jU-6, 7, 8. 9. 10. 1 1 -'S^iJ-t H P- 9 - 
20 ^^JV-S- (4-^5^;U7xri;i/) -6. 1 3-S^:j-^y-l 3H- [1. 4] 
'JTV-yJ [2, 1-g] [1. 7] :^75=-U>»> 
#%0IJ4 7Tf§fc{b'&#?^fflViT##fiSJ6 9 izmm\ZK)Bl.s ^lafSt^lH 

iH,'^:2i8-220"C (StKx5^;i/— < y hr;P :r.-^)Vi)^ibnm^') 

25 NMR (200MHz. CDCI 3) ppin:0. 85 (3H. d. J=7. OHz). 1. 50-1. 75 (IH. n). 1.90-2. 35(2^ 
Bi). 2. 50(3H. s). 2. 89(1H. d. J=15Hz). 3. 26(1H. dd..J=14. lOHz). .3. 59<l^H...dd,. 
J=14. IIHz). 3. 75(1H. d. J=l5Hz). 5. 10(1H. dd. J=14. 6.1Hz). 5."42(ia d, 
J=15h2). 6. 69(2H, d, J =6. 8Hz). 6. 91(1H. dd. J =7. 8. 1. 8Hz). 7.1-7. 5(6H. m). 
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7. 46(1H. dd. 1=8.4. 4. 2Hz). 7. 60(1H. dd, J =8. 4. 1. 8Hz). 8. 90(1H. dd. J =4. 2, 
1. 8Hz) 

12 9 

(9S) -T-'Oi^Jl^-e, 7, 8. 9. 10. 1 1 -^^+^t Hp-9- 
7t5^;i/-5- (4-^5^;l/7j::r;i^) -6, l 3 -v'rr^V- l 3H.- [l, 4] 
>?TV''v'/ [2. 1-g] Cl. 7] :^75^^J>>> 

B4.^. : 218-220^: <S^mx^;i.— i- y h:;w x-7^;i'5e»^e.Si^S) 
NMR (200MHz, CDCl,) ppm : ^^mi 2 8 (Dit^(^<DX^^ [-JHzmC 

13 0 

(9R)-6. 7. 8. 9. 10, 1 1 -'S^F+Mi Ko- 9 5 - (4 

-pt5^;u:7x::i;u) -e, i3-i?^^y-7- (3. 4, 5 - i-y >^ h^^j^^ 
>v?;w -13H- [1. 4] s^Y^yzyy [2. i-g] [1. 7] :^:75^u>» 
> 

NMR (200MHz. CDCI3) ppm: 0. 90 (3H. d, J=6. 6Hz). 1. 5-1. 8(ia m). 1. 9-2. 5(2H. 
m). 2.41(3H. s). 3. IKIH. d. J=15Hz). 3. 35(1H. dd, J = 15, IlHz). 3. 56{1H, dd. 
J=14. lIHz). 3.7-3. 9(1H. m). 3. 75 (6H. s). 3. 87(3H. s). 5. 07(1H, dd. J=14. 
5. 9Hz). 5. 19(ia d. J=15Hz). 6. 30(2E s). 6. 77(1 H. d. J=8. OHz). 6. 97(m d. 
J=8. OHz). 7. 29(1H. d. J=8.2Hz). 7. 37(1H. d. J=8.2Hz), 7. 45aH. dd. J=8. 4. 
4.0Hz). 7. 58(1H. dd, J =8. 4. 1.4Hz). 8. 89(1 H. dd. .J=4. 0. 1. 4Hz). - 

##«9J 13 1 
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(9S) -6. 7, 8, 9. 1 0. 1 l-^4^U-tKo-9-^5^;P-5 - (4 
- ^^)]^y -6. 1 3-z^:i-^V-7 - (3, 4, 5 - h U h4^'>^ 
>i^JV) -1 3H- [1. 4j i>r'J=^J [2, 1-g] 11. 7] :^75^'Ji? 

NMR (200MHz, CDCU) ppm : ##^J 1 3 0 (^-fb^«|&CD;^^^' h;H3|B|i;. 

10 ^nm 13 2 

(9R) -7- (3. ^--J:^V^'^^yVM -6, 7. 8, 9. 10. 1 
l-'V^^rift Kn-9-;>^5^JU-5- (4 -pt5^;i/:7a:-;i/) -6. 13->>::^- 

^y-i3H- [1, 4] -JT^j-^y 12, 1-g] [1, 7] '^y^v>f> 
m^: 206-2081:: (x^/— r v^Dtf;!/ 7^ji/;&>c>ms^) 

NMR (200MHz. CDCh) ppm : 0. 87 (3H. d. J=7. OHz), 1. 67(1H, m), 1.9-2. 4(2H, m). 
2. 42(3H, s). 3. 05(1H. d. J=15Hz). 3. 24-3. 40 (IH. n). 3. 45-3. 85 (2H. m). 
3. 74(6H. s). 5. 08(1H. dd. J=14. S.SHz). 5. 26(1H. d. J=14Hz). 6. 12(2H. d. 
20 J=2.0Hz). 6. 38(1H. t. J=2. OHz). 6. 84(ia d. 1=7. OHz). 7. 09(1H. d. J=7. OHz). 
7. 29aH. d. J=9. 2Hz), 7.38(11 d. J=9. 2Hz). 7.46(1H. dd. J =8. 2. 4. 2Hz). 
7. 62(1H. dd. J=8. 2. 1. 6Hz). 8.89(1H. dd, J=4. 2. 1. 6Hz) 

13 3 i>^i^m%m 1 3 e oit'^mit, . 5 2 36^^#^^sj 5 4 

#%^J 13 3 
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4-^>i?)V-2. 3. 4, 5--xh^tHn-5-:r4^y-6- (4-;^^ 

tf'JH [3. 2-f] [1, 4] :t^-y-iflf> 
jK.i^ : 2 0 3 - 2 0 4'C X5^;U X— 6»S$g^) 

NMR (200MHz. CDCh) ppn : 2. 41 (3H. s). 3. 64(2H. t, J=5.4H2). 4.32(2H. t. 

J=5.4Hz). 4. 78(2H. s). 7.21(1H. d. J=5. 2Hz). 7. 25(4H, s). 7.38(5H. s), 

8.37 011, d. J=5. 2Hz) 

13 4 

4- [3. 5-t*7. (h*Jy)l'7^U?(.9-JV) ^yi^JV} -2. 3, 4. 

h-5tHD-5-:r^y-6- (4-p<3^;w>'xr:;0 tru K [3, 2-f] [i, 
4] ^^■t^iftr> 

mtM. : 2 1 2 - 2 1 St: (T-fe h y^D hT;!- x-^;ud^eMi^a) 

NMR (200MHz. CDCI3) ppm : 2. 40 (3H. s). 3. 70(2a t, J=5. 6Hz), 4. 47(2H. t. 
J=5. 6Hz). 4. 89(2H, s), 7.24(10181 5H, so), 7. 81 (2ft s), 7. 87(1H. s>, 8. 41 (1ft 
d. J-5. 2Hz) 

##^1 3 5 

(S) -5-OVJW-2. 3. 4. 5-5"S^tKP-3-;A5^;P-7- (4 
-;t^^}VyjL-M -6-:t=^^y-6H-fcfU K [2. 3-b] [1. 5] 

Uj^: 148-1 49*0 (T-feh>-X5^;W X-5^;i.*i e»?f 

NMR (200MHz, CDCI3) ppm : 0. 83 (3H, d. J=7. 4Hz). 2. 30-2. 60(lft b). 2. 42(3ft 

s). 3. IKIH. d. J=15. 4Hz), 3. 40(1H. dd. J = 15. 4. 10. 4Hz). 3. 75-4. 00 (2H. m). 

4. 59(1H. dd, J=12. 4. 4.8Hz). 5. 50(1H, d, J=15. OHz). 7. ISOft d. J=4. 8Hz). 

7. 20-7. 40 (total 9ft m). 8. 37(lft d. J=4. 8Hz) 

##^J 13 6 

(S) -5- [3. (hUy;l/:^Dp^5^;P) ^>z^)U-2, 3. 4. 
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5--rh^t h*P-3-^5^;i/-7- (4 - pt5^;U7x:::;i/) -6-:t=^V-6 
H-trUH [2. 3-b] [1. 5] :t^-^'/>'> 

: 1 5 9 - 1 6 0*0 (7-fe h>--f V:/D tr;t/ X— 5^;i'^^b^^^) 
NMR (200MHz. CDCl,) ppin:a86(3H. d. J =7. GHz). 2. 20-2. 60 (IH. b). 2. 37{3H. 
5 s). 3.09(1H, d. 1=15. 4Hz). 3. 58(1H. dd. J=15. 4.. 10. 4Hz), 3. 89(1H. t. 

1=11. 6Hz). 4.18(1H. d. 1=15. 4Hz>. 4.62(1H. dd. 1=12.2. 5.2Hz), 5. 53(IH. d, 
J=I5.4Hz). 7. 17(total 5H. m). 7. 72(2H. s). 7. 84(1H. s). 8.40{IH. d. J=5. 2Hz) 

13 7 

10 (9R)-7-[3. (hU7;V:tnJ;*5^;U) ^>z^M-e. 7. 8, 9. 

10,11 -^^•tJ-tKo-5-(4-bKD:^>';*^;U:7ac:^;i-)-9-^^;i' 
-6.1 3-v?7f4^y- 1 3H-I1, 4]>^7V->y [2. l-g][l. 7]:^-75^U 

^®x^7:o. 4%. ^^x^;:^i%, if}V=i—xo. 4%. m^2% (isp 

16 Medium No. 2 ) ^-^tf pH 7. 3 cD^^X^ > h±T;^ h l^:^ h S-fe;^ - 

(Streptomyces subrutilus) I FO 1 3 3 8 8 ^ 2 S^Ce 1 4 BT^^^L/ 
fc. SiJCi^;Pn— XO. 5%s 7^^;^h'J>5%, @im:kMl^ (soy bean meal) 
3.5%, ^B!*;i/2^^rA0. 7%?£-^Cf^^«:P!SU, 2 0 Omm=.My ^7,ZJ 

20 1 2 810^4 8B#wlga^ilb:fc. e»icp<t 

<Z)^^?&^tP7^X=ll SafcjClinl-rosgtL, 2 8'CT4 SI^TOS^aSUfe. 
::cO#^^f0tfc^#^J7 2T#Snfc(9R)-7-[3. 5 - tfX ( h U 7;W:^P 
^^;W^>i?;P3-6. 7. 8. 9. 1 0. 1 l-^i^^-tH::Ho-9-p^^;i/-5- 
(4-^9^JU:7aix;U)-6. 1 3-S^^^y- 1 3H-[1, 4]vTl/->/ [2. 1 
25 -gJCl. 7]:h:75^U>?> (1 0 4ing) (DDUSO (5. 2inl) ^?^*0. 4ml-r 

pH4lziiagL, 5 0 0inl©g^Mx5^;i'-ettmbte. 
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S (3 Omg) <i:LT#6tlfc. 
St,"^ 240-241^: (S^gfEX5^;l/-X^;|/ JL-y^JUfi^^mm^m) 
NMR (2 0 0MHz, CDCla)ppin; 0.9 1 (3H, d, J = 6, 6Hz), 

1.5-1.9 (2H. m) . 1. 9 5-2. 40 (2H, m) . 2. 9 8 (IH. d. 

J = 1 SHz) , 3. 3 5-3. 6 5 <2H, m) , 4. 0 2 (IH, d, J = 1 5Hz) , 

4. 7 5 (2H. s) . 5. 1 0 ( 1 H. dd. J = l 5, 5. SHz) . 5. 4 6 (1 

H, d, J = l 5Hz) . 6. 9 7 { 1 H. d, J = 8. OHz) . 7.2 6 (IH. d. 

J = 8. GHz) . 7. 4-7. 6 (6H. m) . 7. 8 1 ( 1 H, s) , 8. 9 3 (1 

H. dd. J = 4. 0. 1. SHz) 

Ttm^^m.: CaoHzsNsOaFaiLT 

(%) : C 61.12. H 4. 2 7, N 7. 1 3 
(%) : C 6 1.15. H 4-2 1. N 7.0 3 
E I -MS m/z : 5 8 9 (M*) [(CsoHjbNsOsF.)*]. 

##0U 13 8 

( 9 R) - 7 - [ 3 . 5 - tf;^ ( h U yjl':i-U:<^)i')^>i?M - 5 - (4 -M^ 
;P7x— ;W-6. 7, 8. 9. 1 0. 1 i-'x^-y-t HD-9-pt^;P-6. 13- 

>?5^=^^y-i 3H-[i. Ali^rVi^yiz. i-g][i. 73±y^Vz^> 

B6:©X=^7.0. 4%, ^^X+X1%, ^)UU-7.0. 4%. ^5c2% (ISP 
Medium No. 2) <&^?j'pH7. 3 5 > h l^:/ h - 

^>>'^ • •y't/Xlf— • -fe^TP^-t^^^X (Streptomyces tanashiensis 
subsp. cephalomyceticus) I FO 1 3 9 2 9 2 8 'CT' 1 4 SK^^ Lfc» SU 
\Z^JUzi-X0. 5%s 7'^7.h^)>5%. US^i^RB (soy bean meal) 3. 5%. 
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>z^)V]-6. 7. 8. 9. 1 0. 1 1 -'S^^^U-t KD-9-pl^;i'-5-(4-JJtf^ 
;U7j:-;W-6. 1 3— >»:f^V-l 3H-[1. 4] -::^T V->y [2 . l-g][l. 
7:\-tyTVz^> (2 0 0iDg) ©DMSO (lOml) mt&'^O. 4ml-f'D\zmi^X 
5 ^JPL, 2 8*0^4 SH^^tgMb. Sf&^-frjt. 2Na^"rpH4lC^ 

MX5^;>-^:$^y-jU=9 : 1) (c#Lx^^j5(t. *SSS|-r5 t^ffifb^^KjS^tf^i 
6«§a;&*#&nfc. *acD«Jjifi. SiJjil'#3^0!1 1 3 9 -ruaUbfe^b^il^^hNM 
10 RT.^^ H;P*ltt!iLj*^L>fc, 

1 3 9 

(9R) - 7 -[3. 5-t^;^(hU7;^:tDJX5^;^)/^C>5^;^]-5 - (4-i|^;U5 
;i/7a:-;i/)-6. 7. 8. 9, 1 0. 1 1 -A^^^+fh f« D~ 9 6. 1 3- 
16 i^:t'¥V- 1 3H-C1. 4]>'TVi// [2. 1 -g][l. 7]:^75^'Jv'> 

3 7Tff'infe(9R)-7~[3. 5 -h:*X(hU:7;U:tD>:5^;W^> 

>^;H-6. 7. 8. 9. 10. 1 KD-5-(4-t Hd^->^^;u:7 

9 6. l 3 ->^:^-^V- 1 3H-[1. 4] -:^Ty>'y [ 2 . 1 

-g] [1. 7]:h:75^U>'> (1 0 9ing) , -m<t^>:^> (1. 3 g) ^J:Z^z^^ 
20 aD^:^> (1 3bi1) 0«@^#?S^ig-C2l^raJti^b&^. h (Celile) 

S:fflViTitfia4^<£«SiJb7t. ittfiE&«jRg'r-5<hMft^#j*t«ifiJ^S (7 Omg) 

M,-^ 2 1 3-2 1 4*0 (Stl!xg^;U-X5^;i/ X— 7^;U:6>f»;SigS) 
NMR (2 0 OMHz. CDCU) ppm : 0.9 5 (3H.d, J = 6.6Hz), 
25 1. 6 0-1. 8 5 (IH, m) . 1. 9 5-2. 4 0 (2H, m) . 3. 0 5 ( 1 H, 
d, J = 1 5 Hz) , 3.3 5-3.6 5 ( 2 H, m) . 4.00 ( 1 H. d, J3. 1- 
Hz) . 5. 1 1 (IH. dd. J = 14, 5. 7Hz) , 5. 3 8 (IH. dT J = l 
5Hz) , 7.12 (IH. d. J = 8. 4Hz) . 7. 4 0 - 7. 5 5 (4H. m) . 
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7. 60-7. 75 (2H. m). 7. 78 (IH, s). 7. 96 (IH, d. J = 

8. OHz) , 8. 9 4 (IH, m) , 1 0. 0 3 (IH. s) 
7C^^)-tlT<i : C soHaa N J O s F s «!: UT 

thSCfii (%) : C 6 1.3 3, H 3.9 5, N 7.15 

mmm (%) : c 61.25, h 4.04, n 7.11 

E I -MS n/z : 5 8 7 (M*) [(CaoHiaNaOsF^)*]. • 
14 0 

(9R) - 7 -[3. 5 -t:;^(h U:7;^:t-o;><^;^)>x>s^;^] - 5 -(4-*;i/4^ 

^v-^x— 6. 7. 8. 9. 1 0, 1 1 -^^-ti-t HD-9 -^g^JW- 6.13 
1 3H-[1. 4]5^7V^5>y [2. l-g][l. 7]:^:7^Ui^> 

mm:x=¥xo. 4%, ^^x^^xi%. :^o. 4%. sg^2% (iSP 

Medium No. 2) *^trpH7. 3<Dm3z7.^>h±-C7.h\y':/bS.-^X' =7^> 
Y^^i-^LtfTs (StreptoByces lavendul igriseus) I FO 1 34 0 5*2 8*0^ 
1 4 BKiS^Lfc. SiJ»Zi^;U3-X 0. 5 -T^^X h 'J > 5 ^U^^M (soy 

beanneal) 3. 5 %> ^eS*JU>'»>A 0. 7 %S:-^tf^*b&gSaSbv 2 0 Oml^H 

^i:75Xiifc4 omiAn. 1 2 0'C-C2 O^J-^jS^^^SMUfc, z:cD^MJ::MIB® 

1 ^^MSLx, 2 8'CTf4 8l^ra^M*§ILfc. ^6>nfci§5tS^^ 
$e>i3|5|1tCD^:SfiS-^tJ:7 7X3 2 5 2|cj- 1 ml-T-CS^^L. 2 8 'C'^ 4 8 Bfral^S 
S^l.fc„:i(D^Jiai^d?tC:#^«r!l7 2T#6n/c(9 R) - 7 - [3. 5-bfX(h'J 
yjlTi-u^^M^yi^JUl-e. 7. 8. 9. l O. l l -'\:^^+t-ti Hn- 9 -;?^5^ 

;w- 5 -(4-^5^;i'7xz:;u)- 6. 1 3 --^:^^y- 1 3H- [1, 4]-:^yv''-> 

/t2. l-g][l. 7]±y^'J-:^> (2 0 Omg) (ODMSO (1 Oml) ^?i3t^£0. 
4inI-r':3JC^^'ttTSiPL. 2 8'CT?4 8I^F^gSb. SlS^-frfec 2N 
BK^TpH4ICgaSL. iL®i^g?x^;i/-elfttiibfc. 
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mi\:-^mffiu^f^ik (ssmg) tLT^fcnfc. 
MM. 3 0 0 - 3 0 1 1: mmx-j-jv-jL"^)]^ jL-v-}Vf)-^^nm^) 

NMR (2 0 OMHz, CDCh) PPm : 0. 9 6 (3H, d. J = 6. 6 Hz) , 
1.7 6 (IH. m) . 1. 9 5-2. 4 0 (2H. m) . 3. 0 9 ( 1 H. d. J = 1 
SHz) . 3. 4 0-3. 6 5 (2H. m) . 4. 0 2 ( 1 H, d, J = 1 5 Hz) , 5. 
12 (IH. dd. J = l 4. 5. 6Hz) , 5. 3 6 (IH. d, J = l SHz) , 7. 
0 4 (IH, dd. J = 8. 0. 1. 6Hz) . 7. 4 5-7. 6 5 (5H. ra) , 7. 
8 3 (IH. s) . 7. 9 I (IH, d. J = 8. 4Hz) , 8. 2 0 (1 H. dd, J 
= 8. 4, 1. SHz) , 8. 9 7 (IH. dd. J = 3. 6. 2. 2 Hz) 
EI -MS m/z: 6 0 3 (M*) [(C .oHjsNjO^ F.)*]. 

14 1 

(9R)-7-[3. S-\i7.{h^)y)V-^a^^)VX>i?)V\-6. 7. 8. 9. 1 

0. 1 1 — ^=l^+hk KD-9-pt5^;U- 5-(4-^5^;1/:7:l-;1')- 6, 1 3-55 
^^y-1 3H-C1. 4]v?Tl/'>y [2. 1 -g][l. 7]:h7^U5^> N-:*- 

##«nj7 2T=f#&ti;t(9R)-7-[3. b -^7.ih^)y )V^U:^^)V)^>^^ 
)V\-&, 7. 8. 9. 1 0. 1 l~^=^^1i-tKP-9-;<5^;i/-5-(4-pt5=-;W7 
x-;W-6. 1 3-55:^^^- 1 3H-C1. 4]>?T\/5>/[2. l-g3[l. 7J 

:^75^»;>»> (i.6 0g) , TR-ipuum^^mm (i.2g) ;i3.kr;>?^DD 
(2 0ml) <Dm^m^ms,i;3mmm\^ft^> mm^'®^\^rz. mmm 

mm^m^-r^tmm^t^mtmn'&m^ (o. 7 3g) ibT#e.nfc» 

237-239*C (g^mx^;i.-x5";i. x-5=-;i'*^e>^i^^) 

NMR (2 0 0MHz. CDClOppm: 0.9 1 (3H. d, J=^6.«Hz)v 

1. 7 3 (IH, m) . 1. 9-2. 4 (2H. m) , 2. 3 6 (3H. s) ,~2. 9 7 
(IH, d. J = 1 SHz) , 3. 3- 3. 5 (2H, m) , 3. 9 7 (1 H. d. J = 
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1 5Hz) . 4- 9 7 (IH, dd. J = 1 4, 5. 2Hz) . 5. 4 1 (1 H, d, J 
= 1 5Hz) . 6. 8 2 (2H, m) . 7. 0 4 (IH. d. J = 7. 4Hz) . 7. 1 

5-7. 3 5 (3H, m) . 7. 4 4 (2H. s) . 7. 8 1 (IH, s) . 8. 3 1 (1 
H. dd. J = 5. 4, 0. 8Hz) 

W^nm (%) : C 6 1.12. H 4.2 7, N 7.13 

mmm i%) c eo. 77, h 4.55, n 7.00 

#^^J 14 2 

OR)- 7 -[3, 5-b*X(hU:7JU^P;>l5^;W^>>?;P]-6. 7. 8, 9. 1 

0. 1 i-'\i^^i?-tHP-5-(4-i::Ha4^5>pcg^;i/:7x-;i.)-9-^g^;i'- 

6. 1 3--:^;t^V-l 3H-[1, 4]i?TV->/[2. l-g][l, 7]^y^Vi^ 

##Ml 3 7-l?f#e.nfc(9R)-7 -[3. 5-b^7.(h^jy)U:tn;l^^)V)^> 
i>M-6. 7. 8. 9. 1 0. 1 l-^4^thtKD-5-(4-tHo^v';<^;^:7 
3L=lJld - 9 ~ 6 . 1 3->?:^-4^y- 1 3H-[1. Ali^TVi^ J 12, 1 

-g] [1. 7]:?-75^'J5^> (1.0 oiDg) . 4->'>^9^;i^7 5y t:uf:^> (MJSfi) , 

mA(.mm (O. IoD :feJ:Z/tf'J5^> (3 ml) CDrl-^^^^^ST 1 6 ^r^mj^ L 
^iS^m, ^|?#J^v^i'DP^:$'> (lOnl) td^j^Lfc, H 

©^fiS{c:in-i>aDia^m#^ (i0 2iDg) <£:Jn^. mu-T^immtn-Wlyfco K 
^^m^i>^nu^^>-C^m^. 0. 1 N7jc^^b:^ h U ':7A7jc-^Sfej^, Sj^L, ^ 
^^iJrS5feL;t, ^S#ltr;<iS'/-;Kl Oral) *3j;Df 1 Njjcggfb^J- h U i^AtK (2 

(2 8mg) i:LT|#e.nfc. . 
MM 240-243*0 (Sf^X^^Jlz-x^^jl/ X— 7^;P;6i ^ffMSl 
NMR (2 0 0MHz. CDCla)ppin: 0.9 1 (3H. d, J = 6.2Hz). 
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1. 5-2. 4 (4H. Dl) . 2. 9 8 (IH. d. J = 1 5Hz) . 3. 4 4 (2H, 
m) . 4. 0 0 (IH. d. J = l 5Hz) , 4. 7 4 (2H. s) . 4. 9 8 (1 H, 
Dl) . 5. 4 0 (IH. d. J = 1 5H2) . 6.8 8 (1 H, in) . 7. 2 6 (1 H. 
d, J = 7. 4H2) . 7. 4 5 (6H. m) , 7.8 1 ( 1 H, s) . 8. 3 2 (IH, 
m) 

14 3 

(9R) - 7-[3. 5-trx(NU7;i/:tD^^;W^>>;jW-5 - (4-5!jJU3l? 
'¥->yji=.)V)-6. 7, 8. 9, 1 0. 1 1 -^^1)-\i\in-9-:^^)V-6. 1 3 
-z^:t=¥'J- 1 3H-C1. 4]i^Tl/v'>'[2. 1 -g][l. 7l±y^fJi?> N 

##*a|i 4 0T^^nfc(9R)- 7-[3, 5 -\£X(hV yj^-ta :>i.^}U)^> 
5 - (4 -*;i<'3l?j^i5^7x:z;u)- 6. 7, 8. 9, i o. i i -^^-y-b KP 

- 9 6, 1 3 -z^:t=¥^J- 1 3H-[l. 4]i?TV/>'y [2. 1 -g] [1, 

7]:J-:75^'Ji^> (2 0 Omg) CDTHF (2 Oml) ^^g^lCv^Tl/^ iJ' > (N-:nh 
a-J;X.^jlty]yyt7icmti3U^A^mif^Xmm OX5^;UX— t^JP (l OmO 

Oml) z.(n>mmzm--i;uum^B.mm (o. eg) ^{i^mrr-DMx, 

A7K*J;DJ7jc-Ci!fe^. ^JK*S5SU;t. 3^®#rfc^i?y-;U (2 0inl) 

*5J;t;ClN*S!{t;:hh»je?A7K (Sml) *ini^, 3 

S^Lfc^. ^®#Jlz:7fc*»P;t. 2 N«[S!SfflUTpH 2 - 3 {CIHISLfc. 

t-s izumi):,^mtimn^i^^ ( 8 8 mg) <t: urff'^nfe. 

NMR (2 0 OMHz, CDCla) ppm : 0. 9 5(3H. d. J = 6.6Hz), 
1. 7 5 (IH, m) . 1. 9-2. 4 (2H. m) . 3. 0 8 (1 H. d.. J = l gH. 
z) . 3. 4 7 (2H. m) . 4. 0 0 (1 H. d. J = l 5Hz) . 5. 0 0 (IH, 
dd. J = 1 4. 6. OHz) , 5. 2 9 (IH, d. J = 1 5Hz) . 6. 8 0 ( 1 H. 
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d. J =8. 4 Hz) . 7. 0 2 (IH, d, J = 7. 3 Hz) , 7. 2 8 (IH, dd. 
J = 7. 0, 6. 6Hz) , 7. 4 6 (2H, s) . 7. 5 4 (IH. d. J = 7. OHz) . 
7. 8 1 (IH. s) . 7. 8 8 (IH, d. J = 7. SHz) . 8. 1 6 (IH. d. 
J=8. 4Hz) , 8. 3 9 (IH. d, J = 6. 6Hz) . 

5 

14 4 

N-[3, 5-\d7.(h^Jy)\^^U^=^)V)^>i^)l'\-2-C7an-N-[(S} 
- 3-t Hn=^->-2-^5^;UyDtr;i'] -4- (4 -p^5^;W7x^;U) -3- 

10 NMR(200MHz. CDCl3)ppiD : 0. 54(3HXl/4. d. J ==7. OHz). 0. 63(3HX)/4. d, 

J=7.0Hz), 0. 79(3Hxl/4. d. J=7. OHz). 0. 84(3HXl/4. d. J =7. OHz). 1.50- 
1. 90(1H. n). 2. 25-2. 45(3H. m). 2. 45-3. 90 (total 5H. m). 4. 05-4. 45(1E m). 
4. 50-4. 95 (IH. m). 7. 00-7. 20(1H. m). 7. 20-7. 50(total 5H. n). 7. 70-7. 85 (2H. 
m). 8. 42(ia a). 

15 (T5 Kim^ESit^i : lom^m « 
m%m 14 5 

(9R)- [10. 10, 11. 1 1-*H4] -7- [3. (hU7;i/^ 
a^^JU) ^y-JM -8. 9, 1 0. 1 1 -T^h V t HD- 9 -p^?^;!/- 5 - (4 
20 -p<5^Jl.7i-;i.) -7H- [1. 4] >^Zy->/ [2. 1 -g] [1. 7] -rf-^^ 
U'>*>-6. 1 3-v';t> (#%«aj7 2®<l::^ig3C>d4^) 
(X® 1 ) 

(S) - ( + ) -3-t:HP=¥>'-2-j>^9^;uypt::^>m 
THPX-7^;i/ (3 9. 5g) CStBKSH^t^::^^ 7"h^^h*D>3 9 

25 3107--3109H(1983^) : m.^W\zrD^^X^f$mii^^m.-^nx 

viS. ] ic^PD-riHMbfc. ) ®x5^;i/ X— reomi) ^fSt^, o^XlTS 

7^m\^^)'^^JxT}V^:z^h. (5. 8 0 g) <DX^;U X— (2 O'Cml) ©!g 
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fltX^TlcTJ^^L, 1 N7jcl?'fb:H h U -i^A^K (2 4id1) ^cklXTHF (2 
4inl) (Dm^m^mWl^U-^^ibm^ft. K^^l^TJSS'JLfe^, 
^t*Sri£^j^L,. i^j^^&g^-rsi (S) - [1. 1-*HJ - 2-pC5^Jl'- 1, 3 

NMR(2 0 0MH2. CDCla)ppm: 0. 9 0 ( 3 HX 1 / 2. d. J = 7. 
OHz). 0. 9 1 (3HX 1/2. d. J = 7. OHz). 1. 4 - 1. 9 (6 H. m) , 
2. 0 1 (IH. m) . 2. 7 4 (IH. bs) . 3. 3 - 3. 6 ( 3 H, m) . 3. 8 9 

<1H. m) . 4. 5 8 (IH. b) . 

(XS2) 

Xmi-C%ftit^m (3 5. 6g) Ot!'J>»> (1 5 Oral) mm\z^^^Ti!)^^m 

^|^^®*L;t. ^©ii7<£rDMSO (15 0ml) izmm^. xTMk^HU 
(1 3g) S-irn;t. ^S-ceBtfaMJ^Lfeo ^=t^1*->T?^|f?U>S:^. TKiSfe. 

^mi.. mm^m^-r^ii (r) - [2, 2-^h2]- -4-t Kn^->-3-;>t^ 
;i.>^ij^>x h u THP nL-^j\,^mn^m^m ci 9. 1 g) tux^snfe. 

NMR (2 0 0MHz. CDCJ,)ppiD: 1 . 0 9 ( 3 HX 1 /2 . d. J = 6. 
Hz) . 1.10 (3HX 1/2. d. J = 6. SHz) . 1.5-1.9 (6H. m) . 
2. 16 (IH. m) , 3. 1 6-3. 8 8 (4H. n) . 4. 6 0 ( 1 H. b) ^ 
(IS 3) 

xS2T#fc<b^#j (1 9. 1 g) ©x5=-;i' X— (8 omi) t&m^. ox: 

T?S7K^'fliU5^r>AT;U5X'>A (4. 8 5 g) (OJL^Jl X-^;i. (2 0 0ml) 

(2 0ini) (Dm-tm^&m^Ltifi^^iQ^ft. t)i:mm^±^^ h^m^^xmw---^^- 
mm^^mv. mm^m^t^t (r) - cs. 3. 4, 4-*hj -4-t5 

/-2-^5^;U- 1 -y^'/-;}. THPx-x;P:digeitfe?S*i;!^ (19. 3 g) 
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NMR (2 0 0MHz. CDCl,)ppin: 0. 9 3 (3 HX 1 /2. d. J = 6. 
8Hz), 0. 9 4 (3HX 1/2. d, J = 6. 8Hz), 1. 2 - 1. 9 (9H. m), 
3. 1 3-3. 2 7 (IH. B) . 3, 4 5-3. 6 4 (2H. m) . 3. 8 6 (IH. 
n) , 4. 5 7 (IH. b). 
(Ig4) 

xg3 7?#fc^b-&#ii:##^nj3T^§fc^k^#?&fflViT. ^^mstmmz^jt^ 

LTMSbittCl^, (R) -N- [3. 5- i}f7.h V y JU^a >L^JV) 

)V1 - 7. 8 -i?t h*n-7- ( [1. 1. 2. 2 -"H4] -4-t h*D:^x-3 - 

-5- (4 -8-::4-:^^v- i,7--ry^^} 

^ijU. : 205-207t: (g^^X5^Jl/-x5^;U X— 5";i.55i^SigS) 
NMR(2 0 0MH2, CDCl3)ppm: 0. 7 8(3H. d. J = 7.0Hz). 

1.5 5 (IH. m) . 2.2 8 (3H. s) . 3. 1 4 (IH. b. OH) . 3. 2- 

3. 5(2H,.in), 4. 5 0(2H, d, J = 6. OHz). 7. 0 - 7. 3 (4H, m) . 

7.2 9 (IH. dd. J = 8. 4. 4.4Hz). 7.5 4 (IH. dd. J = 8. 4. 

1.6Hz). 7.6 9 (2H. s) . 7.7 8 ( 1 H. s) . 8.5 5 ( 1 H. I. J 

= 6. OHz). 8.6 1(1H. dd. J =4. 4. 1.6Hz>, 
TC^^J-^M : CsoH2aD4F6NsO, • l/2H20^:bT 
fH?M (%) : C. 5 9.6 0 H. 4.00 D. 1.33 N. 6.95 
«M (%) : C. 5 9.9 4 H. 3.82 D. 1.29 N. 7.13. 

digs) 

I^4T^§fe^b'&%^ffl^\ #%^^J6 9<!:f^<i{csi&LMiSLfec>:c5, 

96.^ : 227-229X: (i^®?x5^;u-pt^y — ;|/-X5^;U jL—^jiij^^n 

f^ml) ._ . 

NMR (2 0 OMHz. CDCla) ppm : 0. 9 1(3H. d. J = 7T0Hz). 
2. 0 8 (IH. D) , 2. 3 7 (3H, s) . 2. 9 7 (IH. dd. J = l 5. 
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1.4Hz). 3. 4 5 (IH. dd. J = 1 5. 1 1 Hz) . 3.9 9 (IH. d. J 
= 1 5Hz) . 5. 4 6 (IH. d. J = 1 5Hz) . 6. 8 3 (1 H. dd. J = 7. 
8. 1.8Hz). 7.0 5 (IH. d. J=7. 8Hz), 7.2 6 ( 1 H. d. J = 
7. 8Hz) . 7. 3 4 (IH. dd. J =7. 8. 1. 8Hz) . 7.4 7 (1 H. dd. 
J = 8. 6, 4. 4Hz) . 7.4 8 (2H. s) . 7. 5 6 ( 1 H. dd. 1 = 8. 6. 
1. 8Hz) . 7. 8 2 (IH. s) . 8. 9 1 (IH. dd. J=4. 1. 1. 8H2) , 

TC^^J-^ffii : CaoHaiD^F.NsOaiLT 

^l^m (%) : C. 6 2.3 9 H. 3. 6 6 D. 1. 3 9 N, 7. 2 8 

i%) : C. 6 2.41 H. 3.65 D. 1.35 N. 7.21. 
E I -MS m/z : 5 7 7 (M*) , 558, 350, 313 
[a] D : + 1 1 6. 6° (c = 0. 5 4 1 . MeOH) . 

14 6 

(9R)- [10, 10. 11.1 i-'Hj -7 - [3. 5-t:;^ (hoyju^ 

Pj^^^;!/) ^>i^}V'] -8. 9. 1 0, 1 1 -^h^tKD-5- (4- t KD^^i/ 
^^)\^yjL-)l') - 9-pt5";t'-7H- [1.4] V'T^/l^J [2.1-g] [1. 

7] i-:75^ui?>-6. 1 m^mi 3 7(Dit'^!iio<Dd,m 

Mj^ : 241-242*0 (B^66x5^;u-^tJ7y-;u-x^;u X— 5^;u*ie.S 

NMR (2 0 0MHz. CDCla)ppm: 0. 9 1 (3H, d. J = 7. OHz), 

1. 8 5 (IH. m) . 2. 0 9 (IH. i) . 2. 9 8 (IH. dd. J = l 5. 1. 
4Hz) . 3. 4 7 ( 1 H. dd. J = 1 5. 1 1 Hz) . 4. 0 2 ( 1 H. d. J = 
15Hz), 4.7 5 (2H. d. J=4. 4Hz). 5.4 5 ( 1 H. d. J = 15H 
z) . 6. 9 7 (IH. d, J = 8. OHz). 7.2 5 (IH, d, J =.8. CHHz), - - 
7. 4- 7. 6 (6H. m) , 7.8 1 ( 1 H. s) , 8. 9 1 ( 1 H. dd. J =4. 0. 

2. 2Hz) . 
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TC^^J-lff® : C,oH2,D4FbN,0, • 1/2H20«!:L'T 

tMStffi (S^) : C, 5 9.8 0 H, 3.68 D. 1.34 N. 6.97 

mmm (96) : c. 59.76 h. 3.73 d. i.4o n. 6.73. 

E I -MS m/z : 5 9 3 (M*) , 554, 519. 366, 3 1 3 
[a]D:+94.2'" (c =0. 5 3 8. MeOH) . 

mmm 14 7 

(9 R) - [1 0, 1 0. 1 1, 1 1-'H43 -7- [3. 5-f;< (hVy)V:^ 
D^5^;V-) ^>i^Jl] - 5- (4-7tN;i/5;|/:7a:-;P) - S. 9. l 0. l l --r h 
Kn-9-;<5^;P-7H- [1.4] i?7V'>y [2. 1-g] [1. 7] :?-7 
5^U>'>-6. 1 3-i^:t> i^mmi 3 8©^t:-&#I<5Dd4^) 
##^J 14 6 Tf^^fb^^J^fflVi, 13 8 13 9 tl^^t 

mA : 215-216'C (B^KX5^;i.-X5^Jl' X-5^;P;&^e>Wi^S) 
NMR (2 0 0MHz. CDCla)ppDi; 0. 9 5 (3H. d. J = 7.0Hz). 

2.10 (lH.li). 3.0 5 (IH. dd. J = 15. 1. 4Hz), 3.4 7 ( 1 H. 

dd. J = 15. llHz). 4. 0 0(1H. d. J = I5Hz). 5.3 9(1H. d. 

J = 15Hz). 7.12(1H. dd. J = 8.0. 1.8Hz), 7.40-7.55 
(4H. m) . 7. 6 2-7. 7 4 (2H. m) . 7. 7 9 (IH. s) . 7. 9 7 (1 

H. dd. J = 8. 0. 1. 8Hz) . 8. 9 4 ( 1 H, dd. J =4. 0. 1. 8 Hz) , 

1 0. 0 4 ( IH. s) o 
Ttm^^m.: C3oH,»D4F6Na03<i:LT 

tf^M (%) : C. 6 0. 9 1 H. 3.2 4 D. 1. 3 6 N. 7. 1 0 
: C. 6 0.8 9 H. 3.31 D. 1.36 N. 6.99. 
EI -MS m/z:59 1 (M^ , 572, 517. 364, 313 
[a] d: +10 6.1' (c = 0. 5 1 0. MeOH) . . i^.^'- 

14 8 
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(9 S) - [1 0. 1 0. 1 1. 1 l-'H*] -7- 13. 5-}d7, (hU^Jl/^t 

a^^)l) ^>5^;p] - 5- (4-*;i/jJ^^i^:7x:i;U) - 8. 9. i o. i i -t^ 
h^bHa-9-^^;U-7H- [1. 4] v?7'/e>/ [2. 1-g] [1. 7] :h 

5 4 6'Z?^|.;t<t;^^^ (2. 0 g) , t -y^S^y-Jb (8 OhiI) , 0.3N 

7KBI^I::^^U^?A7Jc (5 5ml) ©?g^«KJj3 0'Cl?«£JtL^t*^e», iav>^>i6* 

U't/A (1. 7g) ^^PM-r-Dm^Lit. ^m.-vimmwi^fd^, (i 

OmI) ?&iJDA, ^flT3 O^i-fa^J^bfc. ittiK'Kf^fe-fe^-r h^ffltiTJtS'Jb. X 

i5'y-;i'T?i!fei^Lfc. mmtmm^'^t>it. mm^m^L^^. nmm^iN7\^ 

^mTi^-vm^^. ^iSL. ^i^^^S^f Si^Jl^b'&i^^^Mfei^a (1. 7 1 g) 

g)!^: 302-303"C (P^X5^;W-^^ / — Jlz-X^^JU X— x;P;6^e>^ 
16 i^Mi) 

NMR (2 0 0MHz. CDCl3)ppin: 0.9 5 (3H,d. J = 6. 6Hz). 
2. 0 9 (IH. m) . 3. 0 9 (1 H. d. J == 1 4Hz> . 3. 4 9 (1 H. dd. 
J = 14. 9. 4 Hz). 4.0 2 (IH. d. J = 1 5 Hz) . 5.3 6 (IH, d. 
J = l SHz) . 7. 04 (IH. d. J = 8. GHz) . 7. 5 0 (4H. m) . 7. 
20 5 9 ( 1 H. d. J = 8. 4 Hz) . 7. 8 2 (1 H. s) . 7.9 1 ( 1 H. d. J = 
8. 4Hz) . 8. 2 0 (IH. d. J = 8. OHz) . 8. 9 7 ( 1 H. dd. J = 3. 
6. 2. 2Hz) . 
TC^^J-^M : C,oH,,D4F,Na04 • l/'2H20tbT 
ffWm (%) : C. 5 8.44 H. 3. 27 D. 1.31 N. 6.82 
25 (%) C, 58.47 H. 3.21 D, 1.32 N. 6.89. 

E I -MS m/'z : 6 0 7 (M*) , 5 6 8, 5 3 3, 3 8 0.3 1-3..,-.. 
Ca] o : + 1 2 3. 2" (c = 0. 5 4 5 . MeOH) . 
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14 9 

(R) -N- [3, 5-5^ (^>z^JU:t^'» -7, 
-7- (4-tKD:^'>-3-pC5^;i/:/5^;i/> -S - (4-^5^;i^7a:-;0 - 
8-^:^y-6-b:U K [3, 4-b] \f^Jz^>:^M=¥'^S.\^ 

T5>^ffit.s, ##^J2CC)X^4a:l^^lllcL.TSli&L. MSL^-i: d ^5. N- [3. 
5->f ('^>-:^;i/:^4^-» 'Ov?;!/] -5- (4-pt5^;i.:7x-;i.) -8-:t=t^ 
y-SH-tr^y [3. 4-b] t!U>?>-6-5?J;^2i<=^^-^^a 

Sft;^ : 177-179'C <WSSX5^Jl/-X5^;Ux>-7^;i/;5i&^iga) 

NMR (200MHz. CDCU) ppjn : 2. 43 (3H. s). 4. 40 (2H. d. J = 5. 8 Hz). 5. 01 (4H. 

s). 6.51 (3H. m). 7.1-7.6 (15H. m). 7.57 (2H. m). 8.94 (IH. dd. J = 3. 6, 2.2 

Hz) 

ni^m i%) : C 76. 27, H 5. 19. N 4.81 
^fit (%) : C 76. 36. H 5. 11. N 4. 78» 

Mj^: 1 6 8-1 7 0-0 (S^I^X5^;l'-x5^JUx-x;W*>e»Si^S) 
NMR (200MHz. CDCI3) ppm : 0. 83 (3H. d. J = 6. 6 Hz). 1. 5-1. 9 (3H. m). 2. 30 
(3H, s), 2.99 (IH. m). 3.2-3.6 (2H, m). 3. 75-3.95 (2H. m). 4.21 (2H. d. I 
= 6.0 Hz), 4.98 (4H. s). 6.33 (2H, d. J = 1. 8 Hz). 6.50 (IH. bO. 7.1-7.5 
(16H. m). 7.58 (IR d. J = 8. 4 Hz). 8.67 (IH, dd,- J = 4. 4, 1.2 HzK... 
7C^^J-*ffit : C42H4iN305 ' 0. SHsOibT 
H-^fil (%) : C 74. 93. H 6. 23, N 6. 24 
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^tSlM (%) : C 74. 80. H 6. 25. N 6. 28. 
15 0 

(R) -N- (3. 5-z^:^h^z^^>i^M ~7. S-v'tKo-?- (4 
4 - b ] fcf U >* JV JH=^t^ S K 

(xe 1 ) 

9 (oxm 2 -C# e^nferb^lgl t 3 . 5 - h ^->/<>>?;W7 5 >Sffl 
Vi, ##^J2fD3:g4 tlSI^JcUTSJSL. ^31Lfc<i:Jl^, N- (3. 5-5? 
10 >t.h=¥i^^>^M 5-7xr.;i/-8H-t!^y [3, 4-b] 

MjSi: 126-127'C (g^igX5";i/-X^JUX-5";l'*^ S^SfiSS) 
NMR (200MHz. CDCU) ppm : 3. 78 (6H. s). 4. 40 (2H. d. J = 5. 8 Hz), 6. 41 (3H. 
m). 7.20-7.35 (3H, m), 7.45-7.65 (5ft m). 8.95 (IH. dd. J = 4. 0. 1. 4 Hz) 
15 TC^^^-tiTfii : Cj-iHjoNzOsibT 

tf-M (%) : C 69. 22. H 4. 84. N 6. 73 

nmm. (%) : c 69.27. h 4.72. n 6.83. 

(XS2) 

JiUl'V^rzit'^f^ti (R) -4-T5.y-2-;^^)U-l-':fi$'y-~)l<DT 

M)^: 150-1S1*C (|^i?x5^JU-X5^JUx— r;U*i^>S^ft) 
NMR (200MHz. CDCI3) PPm : 0. 83 (3H, d, J = 6. 6 Hz). 1. 5-1. 9 (3R m). 3. 09 
(IH. in). 3.2-3.6 (2H m). 3.6-3.9 (2H. m). 3.76 (6H. s). 4.20 (2H. d. J = 
25 5. 8 Hz). 6. 27 (2H. d, I = 2. 2 Hz). 6. 35 (IE I. J = 2. 2 Hz). 7. 2-7. 7 (8H. 
m). 8. 61 (IH, dd. J = 4. 4. 1. 4 Hz) - . 

7C3^5}-*tM : C2,Ha,N306<hbT -~ 
th^M (%) : C 69. 44. H 6. 23. N 8. 38 



wo OQ/52192 



186 



PCT/JP99/06569 



^mM. (%) : C 69.11. H 6.04. N 8.51. 
15 1 

(R) -N- [3, (hU7;i'^D;*5";P) -5- (4- 

^OD73i— ;w -7, 8->^tHo-7- (4-t Kp^v'- 3-pt5^;u:^9^ 
;W -8-:i*=^^V-6-fcf'J K [3, 4-b] tf «J $?>;)t7;^3^?^-^J■5 K 
(Ig 1 ) 

##0^J 2 (^Ig 1 <D 3 - (4-y^^Jl^>V-^)U) ~2-\d^V>t})V:^->m 

-ji) ~8-*^y-8H-fcf7y [3. 4-b.] eui^>-6-*;i/4?>^7&« 

NMR (200MHz, CDCl a+DMSD-de) ppm : 7.24 (2H. d. J = 8. 0 Hz). 7.47 (2H, d. 
J = 8. 0 Hz). 7. 50 (IH. d. J = 8. 0 Hz). 7. 63 (IR dd. J = 8. 0. 4. 4 Hz). 8. 96 
(IH. d. I = 4. 4 Hz). 

(xm2) 

><£^Vi, ##«sj2 0Xg4i:Il«lCLTS^Lx, MSUfctC^. N- [3. 
(hVy)V:tu?^9^)U) ^>iP)U'] - 5- i4-^auyjL-ji) -s 

-:r=*^V-8H-tr7/ [3. 4-b] e'Ji^>-6-;^7;|.:!l^=1r-y-5 KX^ttlfei^ 

BS.^, : 2 1 7-2 1 g-c (g^^x^^p— f y :/o t^;^x-^;^;C)^ &flig^) 

NMR (200MHz. CDCI3) PPm : 4. 63 (2H. d. J = 6. 2 Hz). 7. 23 (2R d. J = 8. 2 
Hz). 7. 51 (2a d. J = 8. 2 Hz). 7. 53 (IH. dd, J = 8. 4, 1. 6 Hz). 7. 65 (Ift dd. 
J = 8. 4. 4.4 Hz). 7.6-7.8 (IH. n). 7.73 (2H s). 7.80 Oft s). 8.98 (IH. dd. 
J = 4.4. 1.6 Hz), .. . 

(Iig3) -~ 
XS2T'#fc<b-&^<J: (R) -4-T^y-2-:<^)l-l-zf^y-)l.<OTH 
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px— f;i/*fflViT##^!ii dtmmzvxKi^i^s mmLrct:i^mmit^m 

Mj^: 259-261*0 (m^Ji'^)V-^ V^O\:l)VJi-y^)V^^^n^^) 
NMR (200MHz, CDCl ») ppm : 0. 78 (3H. d. J = 6. 2 Hz). I. 4-1. 8 (3H, nO. 3. 02 
5 (IH. m). 3.2-3.7 (4H. m). 4.48 (2H. m). 7.1-7.4 (5H. m). 7.46 (IH. d. J = 
8. aH2). 7.72 (2H. s), '7. 85 (111. s). 8.60 (2H. m). 

1 5 2 • • 

(R) -N- [3. (hU7;P:tD^5^;W ^>i?M -5- (3. 

10 4-iP^aay3L-}V) -7. 8-s?t Hp- 7 - (4-1:: Kd=*^->-3-;><^ 
)\^':f^JV) -8 -:t=^y-6-t!U H [3, 4-b] hTU >?>;^j;i'5j^^lJ-5 K 
(X^ 1 ) 

2 <Dx@ 1 CD 3 - (4-p^^;u^>v-r;i/-) - 2 - tfu v^>:t»;u>!}^>m 
O7&^*30(c3- (3. 4->'^'Da^>v/-r;i') -2-t!U-:^>*;i/#>^^ffl 

15 ^^T. ##^j2 0XiSl®L(yf2 «h|5l^}cSJ^;L, MUfci^^S- (3. 4- 
5?^nD:7x:2;i/) - 8 -^^V- 8 H- fcf^/ [3, 4-b] t!Uv^>-6- 

NMR (200MHz, DMSC-de) ppn : 7.34 (IH. dd. J = 8. 2. 1. 8 Hz), 7.50 (IH, dd, 
J = 8. 4. 1. 4 Hz). 7. 66 (IH. d, J = 1. 8 Hz). 7. 72-7. 85 (2H. m). 8. 96 (IH. dd. 
20 J = 4. 4. 1.4 Hz). 

>^fflt^, 0^M2(Dj:m4iimmizLxRit-v. mmi.r^t:i^. n- [3. 

5-t'X (h^Jy)V:^U^^)V) Oi^M - 5- (3, 
25 -8-^^V-8H-\£^y [3. 4-b] bf' J 6 Kj&Jii 

Sfc,^S: 220-221'C (P^X^^Jl-— f v t!;i/X-x;U;()^ ^)SiSS) 
NMR (200MHz. CDCI3) ppm : 4. 64 (2H. d. J = 6. 2 Hz). 7. 15 (IH. dd. I = 8. 4. 
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1-8 Hz). 7.39 (IH. d. J = 1.8 Hz). 7.5-7.8 {4H. n). 7.75 (2H. s). 7.81 (IH. 
s). 8. 99 (IH. dd. J = 4. 4. 1. 4 Hz) . 
(Xg3) 

urn 2 i^nftit^m t cr) - 4-7^^-2 ->^^ji.-i~y^y-j],o)Tn 

15 3 

(R) -5- (3. A-Vi7Unyx.=.)V) -N- (3, 5 -S^pt h=l^>"<> 
S^;P) -7, 8-i^th-p-7- (4-t KD:^-5>-3-^^;P:f^;p) -8- 
:^+V-6-t!UH [3, 4-b] }±U i^>t! \t 
iXM 1 ) 

m^mi 5 2cDign?#enfc^t^ifet3. 5->?^ h4^>'^>>f;i.75> 

#%mi2«XS4i|RMiJc:UTKJ5S:L, MSL7t<tC^, 5- (3. 4 
-v^i^DP^'ai-;!.) -N- (3. 5-i^>i h^i^^>e^;i,) -8-;f4^y-8 
H-tr^y [3. 4-b] t^'J>^>-6-;<7;i.^^^l?-5 K;^t|»^i^ai:LT#e» 

m,^: 2 2 0-2 2 IX: mmJL^}\^- JL^)VJL-^)Vi)^i^ni^^) 

NMR (200MHz. CDCl 3) ppm : 3. 78 (6H. s). 4.41 (2a d. J = 6.0 Hz). 6.38-6.48 

(3H, m). 7.15 (IH. dd. J = 8. 4. 1. 8 Hz). 7.34-7.82 (5H. m). 8.96 (IH. dd. 

J = 4. 2. 1. 5 Hz) 

Wrnm. (,%) : C 59. 40. H 3. 74. N 5. 77 
*a!fit (%) : C 59. 13. H 3. 81. N 5. 77. 
(XS2) 

Jimi-Vmrzit^i^t (R) -4-T5y-2-;<5^;P- l -:/5/y_.]i^-T^' 
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##01J 1 5 4 

(R) -N- (3. 5-i/^f^;i^^>>f;|.) -7, 8->?t:KP-7- (4- 
tKP4^i>-3-^5^JUr^5=-JU) -5- (4-A?^;P7ai-;W -8-:i-^-y- 
6-t!'Jh* [3. 4-b] tf'J5?>;i?7;P7j?=|^-»f5 H 

##««J2®X@4i:|^^fc:UTS/£:L., MSLfct^a. N- (3, 5-v?^5=^ 
;U'^>>?JU) -5- i4-^^)Vya^=:M - 8 8H~E^ y [3, 
4-b] \dV>>>-6-:f})U^.:ir-^^ }^^m^m^tLXt%^tl^, 

^jk: 2 0 1 - 2 0 213 (g^^x^;i.-^ v:/Dhr;ux-7^;u;5i^.Hi^S) 

MR (200MHz, CDCla) ppm : 2.30 (6H, s). 2.45 (3H. s), 4.39 (211 d. J = 5. 8 
Hz). 6.88 (2H. s). 6.93 (IH, s). 7.17 (2H. d. J = 8. 0 Hz). 7.19 (IH. m). 7.33 
(2H. d. J = 8. 0 Hz), 7.57 (2H. m), 8.93 (IH, dd. J = 4. 0, 2.2 Hz) 

iYmm (%) : C 75. 36, H 5. 57. N 7. 03 
(%) : C 74.93. H 5.58. N 7.00. 

xeiTfffc^k^^jt (R) -4-75/-2-;<5^Jl/-l-^i5'y-;i.OTH 

Sfi^ : 1 9 3 - 1 9 4-0 (BtKx5^;p-< v:/phf;i.x-^;i,:6^6lfigS) 
NMR (2OOMH2. CDCh) ppm : 0. 86 (3H. d. J = 6. 6 Hz). 1. 5-2. 0 (3H. n). 2. 25 
(6H. s). 2.42 (3H, s). 3.14 OR m). 3.2-3.4 (2H. ai). 3. 89 (2H, m). 4.20 (2a 
d. J = 5.4 Hz). 6.61 (2H. s). 6.87 (IH. s). 7.1-7.4 (6H, m), 7.58 (IH. dd, 
J = 8. 4. 1.4 Hz). 8.62 (IH. dd, J = 4.4, 1. 4 Hz) • - 1^-- "' 

7C^5^^M : C soHasNaOa • 0 . SHzOtLT 
WrWrn. (%) : C 73.69. H 6.93. N 8.59 
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mmm. (%) : c 73. as. h 6. 95. n 8. 52. 
15 5 

(R) -N- (3, 5-S^i7PO^>i?JW -7, 8-i^fcHa-7- (4- 
6-tfUK [3. 4-bJ k:0i^>:^J\^^.^1)-S,}i 

(umi) 

#%^J2 0I@4<!:|^<$izbTSjcS:L, MSLfc<i:;i^. N- (3. S-i^i^a 
o^>i?;i.) -5- (4-^5^;P:7x-;P) -8-:f^V-8H-tf5/ [3. 

Si^:232-233t: (TH F — f V tf;Ux-5^;i^5&i e.|U^S) 
NMR (200MHz. CDCU) ppm : 2.45 (3H. s). 4.44 (2ft d, J = 6. 4 Hz). 7.1- 
7.3 (5H. m). 7.34 (2H. d. J = 7. 6 Hz). 7.43 (1ft bt). 7.59 (2ft n). 8.95 (1ft 
dd. J = 4. 0. 2. 2 Hz) 
TC^iJ-WM : CzsH.sNiOsC 1 atUT 
tf-^M (%) : C 62. 89. H 3.67. N 6.38 
^mm. (%) : C 62. 62. H 3. 70. N 6. 36. 
(X@2) 

I^lTf#?t{k^ife<h (R) -4-T5y-2-pt^;U- 1 _:/>5^y-;|,OTH 
Px— r;i.$^liT##Ml 9<J:l^^tcLTS0L, 5aSL;t<h il^^H^t-^^ 

Bt^ : 1 2 3 - 1 2 (t^®fX5^;u-^ y t'd tr;Ux-5^;i,;6^^^i^S) 
NMR (200MH2. CDCI3) ppm ; 0.81 (3ft d. J = 7.0 Hz). 1.5-2.0 (3ft m). 2.39 
(3ft s). 3.17 (1ft m). 3.2-3.8 (4ft m). 4.34 (2ft d. J = 6. 2 Hz). 6.95 (2ft 
d. J = 2.0 Hz). 7.1-7.4 (5ft m). 7.31 (Ift dd, 1 = 8.2. 4. 4 Hz) .- 7. 51.aft ^ ^ 
dd. J = 8.2. 1.6 Hz). 8.31 (Ift bt). 8.62 (1ft dd. J = 4. 4, 1. 6 Hz) 

TC^^^Wffi : CasHaiNaOsC 1 UT 
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tf^fii (%) : C 64. 13, H 5. 19. N 8. 01 
i%) : C 63. 82. H 5. 01. N 7. 96. 

15 6 

(R) -5- (3, 4->?^DD:7a::-;U) -N- (3. 5 -z^>^^}U^>i^ 
)V) -7, S-v^tHa-T- (4-l::KP^>'-3-pt5^';i'y5^;i/) -8-:r 

4^y-6-trgH [3. 4-b] tru v>*jujK^-t*-s h 

(X^ 1 ) 

^mi 5 2 lTf§5>tlfc{t;'&1&<i:3. 5 ->?;>^5^J|/^>-:?;i.Ta 

- fflVi, ##M2 05I@4i|pI«SlCbTSjtSU. AaaLfct::^. 5- (3. 4- 
>?irDPr7ai-;i/) -N- (3, 5 -5^pl5^;P'>Ov»;W -8-:t:^V-8H- 
t?^/ [3. 4-b] t!U':^>-6-*;i.;J^^+f-5 K*t4sfi^^i:Ux#^n/t. 
mi^. :210-2llt: (S^^X5^;i'--r v:/Dtr;i.x— ^;i/;5ie>^,^a) 
NMR (200MHz. CDCl,) ppm : 2. 30 (6H. s), 4. 40 (2H. d. J = 5. 6 Hz). 6. 89 (2H, 
s). 6.94 (IH, s). 7.16 (IH. dd. J = 8. 2. 2. 2 Hz). 7.30 (IH, bt). 7.39 OH. 
d. J = 2. 2 Hz). 7. 50 (IH. dd. J = 8. 4. 1. 6 Hz), 7. 60 (IH. d, ) = 8. 2 Hz). 
7.65 (IH. dd, J = 8. 4. 4.4 Hz). 8.97 (IH. dd. J = 4. 4, 1.6 Hz) 
TC^^i-ifffiS : Ca^HisNzOaC 1 J • 0. 2HjOtLT 
th^M (%) : C 63. 09. H 4.06. N 6.13 
(%) : C 63. 13. H 3. 94. N 6. 14. 

(Xg2) 

NMR C200MH2. (3)CU) ppm : 0. 86 (3H. d. J = 5. 8 Hz). 1. 4-1. 9 (3H, m), 2. 29 
(6H. s), 2.90 (IH. m). 3. 25-3. 85 (4R m), 4.29 (2H. d. J = 5. 6 Hz).. 6. -72.aH.-' 
s). 6. 93 (IH. s). 7. 25-7. 55 (5H. m). 7.75 (IH, m). 8.60 (IH. m).' 
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m^m 1 5 7 

(R) -N- (3, 5-i^;*>h^>^^>i^M -5- U -y)l':tuy jl^JV) 
-7. 8-vtHD-7- (4-t Hn:^^'>-3-pt5^;U:/5^;|/) -S-:t^V 
-6-trUK [3. 4-b] }£V-:^>:^)U^=¥^S.\i 

(xm 1 ) 

#%^j2©xgi©3- (4-^5^;U'<>>/-r;w - 2 -tru>*>;^/;i'3j^>iE 

-8-:t^V-8H-tr^/ [3, 4-b3 tTUi^i — 6-*;l^7t^>i? 

NMR (200MHz, DMSO-dg) ppm : 7. 25-7. 50 (5H. m). 7. 81 (IH, dd. J = 8. 4. 4. 4 
Hz). 8.95 (IH. dd. J = 4.4, 1.4 Hz). 
(XS2) 

©x@4<i:i^<itc:UTS;su jasLfctz:^. n- (3, 5 -v^pt h^^^s^^^ 

v^^P) -5- {4-y}V:^uy:x.ZL}V) - B -^^V - Zli-M'y ^ [3, 4- 

at^ : 193-194'C (i^Ssx^;!--^ v:?'d tf;l/X-:r;i'*^e.?l3^S) 
NMR <200MHz. CDCI,) ppm : 3. 78 (6H. s), 4. 41 (2H, d, J = 6. 0 Hz). 6. 42 (3H. 
Dl). 7.2-7.4 (5H, nO. 7.52 (IH. dd. J = 8. 4. 1.6 Hz). 7.64 (IE dd. J = 8. 4. 
4.4 Hz). 8.97 (IH, dd, J = 4. 4. 1.6 Hz) 
TC^^tffM: C2.H,9N205F<>:L'T 

ff-Hfit (%) : C 66. 36, H 4.41. N 6.45 
^mm. (%) : C 66. 07. H 4. 55. N 6. 27. 

(xas) 

xe2T4#fe<fc^ife«h (R) -4-T5y-2-pt5^;i/- 1 -:/^>t-;i>:@TH' 
PX-7^;W$:fflViT##«f|l 9 -hlnl^fCLTElJJL, ^tS L;t t d ^^li-fb^Jfei 
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mj^: 170-I7it: (mmj:^)l~:r^)UJL-T)U-^ '^:fu\£j],jL-T- 

NMR (2OOMH2. CDCh) ppm : 0. 82 (3H. d. J = 6. 6 Hz). 1. 5-1. 9 (3H. m). 3. 06 
(IH. m), 3.2-3.6 (2H. m). 3. 65-3.85 (2H. m). 3.78 (6H, s). 4.27 (2H. d. J 
= 6. 2 Hz), 6. 26 (2H. d. J = 2. 2 Hz), 6. 36 (IE I. J = 2. 2 Hz), 7. 07 (2H. t. 
I = 8. 6 Hz). 7. 28 (la dd, J = 8. 4. 4. 0 Hz). 7. 35-7. 50 (2H. m). 7. 46 (IH. 
dd. J = 8. 4. 1. 4 Hz). 7. 91 (IH. bt). 8. 59 (IH. dd. J = 4. 0. 1. 4 Hz) 
TC^^i-tlfM: CzsHaoN.OsFtLT 

fhJSM (%) : C 67. 04. H 5. 82, N 8. 09 
^mW. (.%) : C 66. 87. H 5. 73. N 8. 04. 

15 8 

(R) -5 - (4-'i7anyai-)U) ~N- (3. 5-i^;<h=^i^^>i^)U) 
-7. 8->?t:Hn-7- (4-b Ka4^->- 3 -8-:t=¥^J 
-6-tfUh* [3. 4-b] t;'J>'>;^;P7j?4^if5 K 
(XSl) 

^oy:jL-)U) -N- (3, 5~yf;:<\>=¥Sy^>i^)V) - 8 -^^^V- 8 H- tf 

[3. 4-b] tf'J>?>-6-*;i'3i?4^-y-5 K*«MfeMS<tLT#snfc. 

: 1 7 9 - 1 8 or (^mx^JV-'ivyu\:^)VjL—^jUf)^c,^mM,) 
NMR (200MHz. CDCI3) PPID : 3. 78 (6H. s). 4. 41 (2a d. J = 5. 8 Hz). 6. 42 Oft 
JD). 7.23 (2H, d. J = 8.4 Hz). 7.34 (IH. bt). 7.51 (2H. d. J = 8. 4 Hz). 7.52 
(m dd, J = 8.-2. 1.6 Hz). 7.63 (IH. dd. J = 8. 2. 4. 4 Hz), 8.97 (IH. dd. J 
= 4. 4. 1. 6 Hz) 

Tn^r^-tffM : Cj.H.sNaOsC 1 tbT . 1^.- 

WrMm (%) : C 63. 93. H 4.25. N 6. 21 
^ffidM (%) : C 63. 70. H 4.37, N 6.11. 
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(X@2) 

WlM: 1 8 1 - 1 8 2*0 (e^Slx5^;i^-x^;i/X-5^;i.-'r VT'Ptf^Px-'r 

NMR (200MHz. CDCI3) ppm : 0. 83 (3H. d. J = 6. 6 Hz). 1. 4-1. 8 OR m). 2. 98 
(IH. m). 3.2-3.4 (2H.m). 3.60-3.85 (2H. m). 3.78 (6H. s). 4.27 (2H. d. J = 
5. 8 Hz). 6.29 (2a d. J = 2. 2 Hz). 6.38 (IH. t. J = 2. 2 Hz). 7.22-7. 45 (5H, . 
n). 7.45 (Ifl, dd. J = 8. 4. 1.8 Hz). 7.82 (IH. bt). 8.60 (IH. dd. J = 4. 0, 
1. 8 Hz) 

s\rMm (%) : C 64.98, H 5.64. N 7.84 
MMB (%) : C 64.79. H 5.58. N 7.73. 

##^J 15 9 

(R) -N- [3. ihUyju^a/.^ju) ^>i^;i^3 -5- (4- 

7;U:tP7aLX;i/) -7. 8--:^tKn-7- (4-t Ka:^v/-3-^5^;ix:^ 
-8-^^y-6-bfU H [3. 4-b3 tfUi^^AJUjI?:^^*-^ H 

(xe 1 ) 

1 5 7 ®Xg 1 T# tlfcfb^^j 2: 3 . 5 - 1*;^ ( H U 37;!.;*- p ^ 

N- [3, 5 -ex (hU7JU^D^5^Jl.) ^>>5JU] -5 - (4-y)U:i'ny 
-8-:?t-^V-8H-tr^y [3. 4-b] kf' J v?>- 6 -:^7;^3}^^-y- 

m,<^: 1 6 6 - I 6 713 (i^^x?;i.-'f y fcf;i.x-5=-;u*ie>f?i^L 

NMR (200MHz. CDCl,) ppm : 4. 63 (2H. d. J = 6. 2 Hz). 7. 1-7. 3 (4H.~in). 7. 54 
(IH, dd. J = 8.4. 1.6 Hz). 7.6-7.8 (Ift m). 7.65 (IH. dd. J = 8. 4, 4. 4 Hz). 
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7.73 (2H. s). 7.80 (IH, s). 8.98 (IH. dd. J = 4. 4. 1.6 Hz) 

Sf-^fii (%) : C 56. 48. H 2. 57. N 5. 49 
i%) : C 56. 52, H 2. 68, N 5. 47o 

5 (IiS2) 

xmirmc^t^mt (r) -4-T5.y-2-/^^)]^-i-:/^y-jv<DTH 

m^: 212-213"C (S^KX5";i.— < y 7'ot:;i'X>-5^;i'56^e>l?i»S) 
10 NMR (200MHz. CDCh) ppm : 0. 77 (3H. d. J = 7. 0 Hz). 1. 4-1. 8 (3H, m). 3. 1-3. 7 

(5H. m). 4.51 (2H. m). 5. 84-7. 00 (2ft m). 7.25-7.48 (3H. ra). 7.48 (IH, dd, 
J = 8. 4. 1.8 Hz). 7.69 (2ft s), 7.82 (1ft s), 8.60 (1ft dd. J = 4. 2, 1. 8 Hz). 
8.76 (1ft bt) 

IB WrMit (%) : C 58. 49. H 4. 06. N 7. 06 

^mm. (.%) : C 58.28. H 4.06. N 7.02. 

16 0 

(±) -N- [3, 5-trx ih^)yJV:^n;A^)U) ^>i^J\^'\ -7. 8->? 
20 tHD-7- (4-t HP^'>- 3-X^;l':/^;W -5- (4-^9^;U7a:Z: 
M -8-:^-=^y-6-eU H [3, 4-bJ fcf U 5?>*;P5j^#-»i-5 H 

25 NMR (200MHz, CDCh) Ppm : 0. 86 (3ft t. J = 7. 0 Hz), 1. 0-1. 4 (3ft m). 1. 5-1. 9 

(2ft m). 2.28 (3H. s). 3.0-3.6 (5ft m). 4.50 (2ft d. J = 6. 2 Hz). 7.:p7.JC2ft- 
d. J = 8. 6 Hz). 7. 1-7. 3 (2ft m). 7. 31 (1ft dd. I = 8. 0. 4. 2 Hz). 7. 55 (Ift 
dd, J =8.0. 1.4 Hz), 7.68 (2H, s). 7,78 (1ft s), 8.43 (1ft bt). 8.65 (1ft 
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n). 

##fy 16 1 

(±) -N- [3. (hU7;i.:^D^5^;U) ^>>?;W -7. 8-5^ 

tHo-7- [4-t Kd:^^>'-3- (1 -^5^;i.x5^;i.) - 5- (4 

-}<^)VyjL^M -8-:t4-y-6-hfU K [3. 4-b] tf U '>♦>*;^J^^::^:■ 
#%^J3Tf#fc^t^^t (±) -4-T5y-2- (l->t9^JUX^;W -1 

NMR (200Mflz. CDCl,) ppm : 0. 82 (6H. d. J = 6. 6 Hz). 1. 3-2. 0 (4a «). 2. 27 
(3H. s). 3.30 (Ift a). 3.52 C4a m). 4.50 (2a d. J = 5. 8 Hz). 7.07 (2a d. 
J = 8. 6 Hz). 7. 20-7. 35 (3a m). 7. 54 (la dd. J = 8. 4. 1. 6 Hz). 7. 67 (2a 
s). 7.78 (la s). 8.51 (la bt). 8.63 Oa dd. J = 4. 4. 1.6 Hz). 

16 2 

(±) -5- (3. 4->'i^na7jcr:;i.) -n- (3, 5-i^^h=¥->^> 
'^)V) - 7. 8--:^tKa-7- (4 - 1 K □^-v'- 3 -x5^;i.:;r5^;U) -8- 
:^^V-6-fcfUF [3. 4-b] U i^>;^;i.jJ^^-y-$ K 
#^M1 5 3 0Xgl-e#Ac^b^#Jt (±) -4-T5y-2-X5^;U-l- 

16 3 

(±) -5 - (3. 4--Ji7Uuy:sL-}V) -N- (3, 5 h:^s^/s> 
v;i/) -7. 8->?t:KD-7- [4-t }«P^i^-S- ( 1 - ^5^;Ux^/t>) "• ' 
-8-:r^y-6-tfUK [3. 4-b] tru5^*>*;u:^f:^--y-s K 
#%fi«ll5 3©X@lT#fc<b^J^«!: (±) -4-75^-2- {1-^^)V 
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^mm 16 4 

(±> -7- [3. S-i^T. (h^Jy}i':ta:A^M ^>'^;W -6, 7. 8. 
9, 10, 1 l-^^-y-t Kn-1 0-^5^;U-5- (4-pt^;>7ac:-;i/) - 
6. 1 3-':^:t^V- 1 3H- [1. 4] i^TV->y [2. 1-g] [1, 7] 

(XSl) 

##«f!|3Tf#?5:^b'&i^<!: . ■(±) - 4 -75 7 - 3 - I - / 

fflv^T, #%^j5 ti^^jcbTSjfsu, ^aLa-r-s.?: (±) -n- cs. 5-trx 

(KU:7;i^:^-Dp<5^;i/) '^>vf;t/] -7, 8-J^hKP-7 - (4-tKo^j^ 
- 2 -^^;i/>'5^;i/) -5- (4-;<5^JI^7a:-;i/) - 8 V - 6 - tf U K 

[3. 4-b] trUS^>;«j;U!}?^-!J-5 K3ii«iEfefa;yii^i:LT#6)*lfc. 

NMR (200MHz, CDC1») ppm : 0.81 (3H. d. J = 7. 0 Hz). 1.3-2.4 (3H. a). 2.30 
(3H. s). 2.95 (IH. m), 3.4-3.9 (4a a). 4.46 (2R m), 7.0-7.4 (5H. m). 7.52 
(IH. d, J = 7.0 Hz). 7.71 (2H. s). 7.78 (IH. s). 8.56 (IE bt). 8.64 (IH. 
d. J = 3. 0 Hz). 
(X@2) 

NMR (2OOMH2. CDCI3) ppm : 1. 18 (3H, d. J = 7. 0 Hz). 1. 4-2. 5 (3H. m). 2. 37 
(3H. s). 3.1-3.8 (3H. m). 4.02 (IH. d. J - 15 Hz). 4.81 (IH. d. J = 14 Hz). 
5. 46 (IH, d. J = 15 Hz). 6. 84 (IH. d. J = 7. 2 Hz). 7. 06 (IH. d. J = 7. 2 Hz). 
7.2-7.6 (4H. m). 7.48 (2H. s). 7. 81 (IH. s). 8. 90 (IH, m). - 1^— " 

#3t^fiJ 16 5 
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(9R) -7 - [3, S-v' (^>z^)l:t=^i^) ^>>?;i/] -6, 7. 8. 9. 
10. 1 l-^=^li-kKP-9->t5^;U-5- (4-^5^;U7x.:n;i/) -6, 1 
3-i^:t^^J-13H- [1. 4] z^7V'>/ [2, 1-g] [1. 71 

NMR (200MHz, CdCU) ppm : 0.82 (3H. d. J = 6. 6 Hz). 1.65 (IH. ni). 1.8- 
2.4 (2H, m), 2. 15 (3H. s). 3.02 (IH. d, J = 15 Hz), 3.32 OH. dd. J = 15, 
10 Hz). 3.52 (IH. dd. J = 14. 10 Hz), 3.81 (IH, d, J = 14 Hz), 4.97 (4H. s). 
5. 04 (IH. dd. J = 14. 5. 6 Hz). 5. 24 (IH. d. J = 14 Hz). 6. 28 (2R d, J = 2. 2 
Hz). 6.55 (IH. bt). 6.86 (IH. d. J = 8.0 Hz). 7.03 (IH, d. J=aOHz). 7.2-7.5 
(ISH. m). 7.60 (IH, dd. J = 8. 4. 1.2 Hz). 8.88 (m dd, J = 4. 4, 1.2 Hz) 
7C3jl^*f« : C42H3»N30-, • 0. SHaOtLX 
ifWm. i%) : C 76.57. H 6.12. N 6. 38. 
(%) : C 76. 19. H 6. 33. N 6. 25. 

16 6 

(9R) -7- (3, 5-i^\^}ia^'>^>i^M -6. 7, 8, 9, 10. 
1 1 -^^tt-t Ka-9-^5^;U-5- (4-;<9^;[.7ai-;U) -6, l3->> 

^^y-i3H- [1, 4] i^7V'>y [2, 1-g] [1, 7] ■ty^Vi?> 

##^J 1 6 5 T#7t{t^#I (2. 3g) , 1 0%n^zy^A-mm (5 0%-^ 
tK) (3. Og) isjzZS^^ /-jl (7 0ml) (Dm^^m^yiamm^m^T. 15 

<t^m:^m^ii&^ (1. 0 8g) tvxn?>nrco 

NMR (200MHz. DMSO-d.) ppm : 0.78 (3H. d. J = 6. 2 Hz). 1. 1-1.6 (IH. m). 
1.9-2.5 (2H. m). 2.38 (3a s). 2.90 (IH. d. I = 15 Hz). 3.0-3.6 (2H. in>^3..8Tt' 
(m d. J = 14 Hz). 4.7-4.9 (IH, m), 4.84 (IH. d. J = 14 Hz). 5. 88''(2H. d. 
J = 1.8 Hz), 6.17 (IH, bt). 6.9-7.3 (4H, m). 7.5-7.7 (2a m). 8.84 (la m). 
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9.21 (2a s). 
##011 16 7 

(9R) -7- (3. 5-i^JLh^->^>':^)V) -6. 7. 8, 9, 10. 1 
5 l-'\4^#tHD-9-^^;U-5- (4-;»^^;U7x-;U) -6. 13-i^:t 
4^y-13H- [1, 4] i^TV'>y [2, 1-g] Cl, 7] ^h^^^ue^^ 
##0lJ 1 6 6 *?#fc{t:-&!KJ (2 0 0mg) , Ji<.mit'^h'J<7J^ (6 0%i^m 
(7 0mg> *5<fcC^DMF (7ml) (OM'^mtrmMmZ O^i-fSSm^hftm. * 

^— (ef®!3i5^;i' : ^^'y-;u=9 : i) izni^xf^m-r^t^Mit^^ti^M^ 

(6 6. 5mg) tbT^Snfc. 
NMR (200MHz. CDCI3) ppm : 0. 86 OE d. ] = 6. 6 Hz). 1. 43 (6H, t. J = 6. 9 
15 Hz), 1.66 (la m). 1.9-2.4 (2^ m). 2.42 (3H. s). 3.06 (Ift d. I = 15 Hz). 
3.33 (IH. dd. J = 15. 11 Hz), 3.56 (IH. dd. J = 14. 11 Hz). 3. 81 (1^ d. J 
= 14 Hz). 3. 95 (4a q. J = fi. 9 Hz). 5. 06 (la dd. I = 14. 5. 6 Hz). 5. 23 (la 
d. J = 14 Hz). 6. 17 (2a d. J = 2. 2 Hz). 6. 38 (la t. J = 2. 2 Hz). 6. 88 (la 
dd. J = 7. 8. 1.6 Hz). 7. 15 (m. d. J = 7. 8 Hz). 7.29 (la d. J = 7. 8 Hz). 
20 7.36 (la dd. J = 7. 8. 1. 6 Hz). 7.46 (la dd. J = 8. 4. 4. 4 Hz). 7.63 (la 
dd, J = 8. 4. 1. 4 Hz), a 90 (la dd. J = 4. 4. 1. 4 Hz) . 

##^J 16 8 

(9R) - 7- [3, 5-5^ (1 -;<5^;i/X5=r;W;r^v) ^>5^;W -6, 7. 
25 8, 9. 1 0. 1 1 -^^^tf-h Ho- 9 5 - (4 -;<5^;i/7x-;i') 
-6, 1 3->?:r=^y- 1 3H- [1, 4] S?Tyx/ [2, 1-g] £^.^.^3 
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NMR (200MHz. CDCU) ppn : 0.84 (3H. d. J =7.0 Hz). 1.34 (12H. d, J = 6. 0 
Hz). 1.65 OH. m). 1.9-2.4 (2H. m). 2.44 (3H. s), 3.06 (IH. d. J = 15 Hz). 
3.35 (IH. dd. J = 15. 10 Hz), 3.55 (IH. dd. J = 14. 11 Hz). 3.88 (IH. d. J 
= 14 Hz). 4.48 (2H. m). 5.05 (IH. dd. J = 14. 5. 7 Hz). 5. 19 (IH, d. J = 14 
Hz). 6. 18 (2H. d. J = 2. 2 Hz). 6. 37 (IH. t. J = 2. 2 Hz). 6. 95 (IH. d. J = 
7.4 Hz). 7.23 (la d. J = 7. 5 Hz). 7.29 (IH. d. J = 7. 6 Hz). 7.36 (IH. d. 
J = 7. 4 Hz). 7. 47 (IH. dd, J = 8. 4. 4. 2 Hz). 7. 65 (IH.. dd, J = 8. 4. 1. 6 Hz). 
8.90 OH. dd. J = 4. 2. 1.6 Hz)o 

16 9' 

(9R) -7- (3. 5-i?y^h^i^^>':^}U) -6. 7. 8. 9. 10. 1 
l-'N^1i-fcHD-9-j>t^;i^-6. 1 3-i^:t^\/-5-yn^=iJV-l 3H- 
[1. 43 z^7'/>'/ t2. 1-e] Cl. 7] i'y^vs^> 

m.^. : 199-201^: (S^eex5^;i.-x^;i/x-^;u;&^e,fi;gS) 

NMR (200MH2. CDCh) ppm : 0. 87 (3H. d. J = 7. 0 Hz). 1. 70 (IH. m). 1. 90-2. 29 
(2H. m). 3.05 (IH. d. J = 15 Hz). 3.33 (IH. dd. J = 15. 10 Hz). 3.56 (IH. 
dd. J = 14. 11 Hz). 3.73 (6H. s), 3.80 (IH. d. J = 14 Hz). 5.08 (IH. dd. J 
= 14. 5. 7 Hz), 5.23 (IH. d. J = 14 Hz). 6.12 (2H, d. J = 2. 2 Hz). 6.37 (IH. 
t, J = 2. 2 Hz). 6.97 (IH, d, J = 7. 2 Hz). 7.23-7.55 (5H. m). 7.59 (IH. dd. 
J = 8. 2. 1.4 Hz). 8.90 (IH. dd. J = 4. 2. 1.4 Hz) 

7c3^4>*ftt: C,eH29Ns04tLT 
th^fil i%) : C 72. 03. H 6. 04. N 8. 69 

MMM (%) : C 71. 94. H 6. 09. N 8. 93. - - - 

##0U 17 0 
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(9R) -7- [3. 5-b'x (h*JyMa:A^jU) ^>y>M - 5- (4 
-i^uu-y^L-M -6,. 7, 8. 9, 10. 1 l-^^'d-^\^n-^-:^^)\r 
-6. 1 3->^:*-:^V-l 3H- [1. 4] v'T^/v-y [2. 1-g] [1. 7] 

Hftjfe : 226-227'C (SfKX5^Jl/-x5^;i.X-7";i.}d^e.Si^a) 

NMR (200MHz. CDCI,) PDm : 0.92 (3H. d. J = 6. 6 Hz). 1. 73 (IH. m). 1.9- 

2.4 (2H. m). 3.02 (IH. d. J = 16 Hz). 3.35-3.65 (2H. dO, 4.01 (IH. d. J = 
10 15 Hz). 5. 10 (IH. dd, J = 14. 5. 2 Hz). 5. 39 (IH. d. J = 15 Hz). 6. 88 (IH. 

d. J = 8. 4 Hz). 7.19 (IH. d. J = 8. 4 Hz). 7.4-7.6 (6H, m). 7.85 (IH. s). 8.93 

(IH. t. J = 3. 0 Hz). 

##^J 17 1 

15 (9R) -7- [3. 5-b:X ih^) y )\^^a ^>%?M -5- (3. 

4-i^i^PD:7j:-Jl.) -6, 7. 8. 9, 10. 1 1 -^^-tt-fc HP- 9 

1 3->?:^^-V-l 3H- [1. 4] 'JT^Jzy/ [2. 1-g] [l. 
7] :^75=•Uv?> 

##fiaji 5 2T?^fc{fc^tf€:ffllriT, ^^m% 9<!:|^^tUTSJf&L. Att^SL 

H*^ : 2 8 0 - 2 8 21C (f^Slx5^;|.~< y^^D fcf;Px-5-;i.;5.^MiferB) 
NMR (200MHz. CDCh) ppm : 0.93 (SHXVg. d. J = 6. 6 Hz). 0.96 (3HX4/9, 

d. J = 6. 2 Hz). 1. 67 (IH. n). 1. 9-2. 4 (2H. m). 3. 02 (1HX5/9. d. J = 15 Hz). 

3.13 (IHX4/9. d. J = 15 Hz). 3.35-3.65 (2H. m). 4.04 (IHX 5/9. d. J = 15 
26 Hz), 4.05 (1HX4/9, d. J = 15 Hz). 5.00-5.18 (IH. m). 5.26 (IHX4/9. d. J 

= 15 Hz). 5.41 (1HX5/9. d. J = 15 Hz). 6.79 (1HX5A dd. J = 8. 2. 2. iUlr).- ' 

6.98 (1HX4/9. d. J = 2.0 Hz). 7. 25-7. 65 (6H, n). 7.85 (IH. s). 8.^94 (IH. 

n). 
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mmm 17 2 

(9R) -7- (3. S-z^^h^zy^>i^)l) -5- (3, 4-i?i^OD>' 
X— ;W -6, 7. 8, 9. 10, 1 l-^^-y-tKD-9-^"9=^Jl/-6, 13 
1 3H- [1, 4] VT-Ji/J [2. 1-g] [1, 7] :h7^U 

ss.^ : 207-208"c (i^g^x5^;^-xg^;^x-7^;^3(>i e>SifSS) 

NMR (200MHz. CDClg) ppm : 0.88 (3HX1/2. d. J = 6. 8 Hz). 0.89 (3HX1/2. 
d. J = 6. 8 Hz). 1. 65 (IH. m). 1. 9-2. 4 (2H. m), 3. 00-3. 38 (2H. m). 3. 44-3. 90 
(2a n). 3.75 (3H. s). 3.77 (3H. s). 5.07 (IE dd. J = 14. 6. 2 Hz), 5.25 OH. 
dd. J = 15. 7. 4 Hz). 5. 99 (Itt d. J = 2. 2 Hz), 6. 12 (la d. J = 2. 2 Hz). 6. 36 
(IHXl/2. t. J = 2. 2 Hz). 6.40 (lHXl/2. t, J = 2. 2 Hz). 6.79 (lHXI/2, <M. 
J = 8.0. 2. 2 Hz). 7.11 (lHXl/2. d. J = 1.8 Hz). 7.25-7.65 (4^ m). 8.91 (IH. 
m) 

TC^iJ-^ffi : C,9H2,Na04C 1 ,<hbT 
thiffit (%) : C 63. 05, H 4. 93. N 7. 61 
mMm. (%) : C 62. 73. H 5. 07. N 7. 64, 

17 3 

(9R) -7 - (3, 5->^pt9^;^^>i^;P) -6, 7, 8, 9. 10, 11 
-^=^^-ti-t Hn-9-^5";|.- 5 - (4 -;>t^;P:7xx;P) -6. 13->';f4^ 
V-13H- [1, 4] z^T^/i^J [2, l~g] [1, 7] :^75^U>'> 
##«^1 5 4-C^fc{t-&#lSffltiT, #^«aj6 9i|Bl^tLTS^L. ifflSL 

200-202'C (THF—f yyptf;wx— 5^;Wie>Si^^) 
NMR (200MHz, CDCI,) ppm : 0.85 (SR d. J = 6. 6 Hz). 1.67 (Ift m). 1.9- 
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2.4 (2H. m). 2.25 (6H. s), 2.44 (3H. s). 2.97 OH. d. J = 15 Hz). 3.27 (IH. 
dd, J = 15. 10 Hz). 3.58 (IH. dd. J = 14. 11 Hz), 3.73 (IH. d. J = 15 Hz). 
5.08 (IH. dd. J = 14. 5. 7 Hz), 5.38 (IH, d. J = 15 Hz). 6.50 (2H. s). 6.92 
(2H. ra). 7.15 (IH. d. J = 8. 0 Hz). 7.35 (IH. d, J = 7. 6 Hz). 7.45 (IH. d. 
J = 7. 6 Hz), 7. 46 (IH. dd. J = 8. 2. 4. 2 Hz). 7. 58 (IH. dd. J = 8. 2. 1. 6 Hz). 
8. 90 (IH. dd, J = 4. 2, 1. 6 Hz) 
Tcm^mm: CaoH,,N,02tLT 
WrWm (96) : C 77. 39, H 6. 71. N 9. 03 

mmm. (%) c 77. oj, h e. 75. n s. 95. 

m^mm 174 

(9R) -7- (3. 5--J^nn^>z^)l) -6, 7, 8, 9. 10. 11 
-^^t>-t KD-9-pt5^;i'-5- (4-?t^^)Uy:JL-)\^) -6, 13-z^:t^ 
■y-13H- [l. 4] v^Tl/v'y [2. 1-g] [1, 7] i-75^'J>?> 

I 1 3 9 - 1 4 it; (S^Kx5^;i/-x^;i/x-T-Ji/d^e.Si^^) 

NMR (200MHz. CDCl,) ppm : 0.90 (3H. d. J = 6. 6 Hz), 1.70 (IE m). 1.9- 
2.4 (2H. m). 2.43 (3H, s). 2.95 (IH. d, J = 15 Hz). 3.38 (IE dd. J = 15. 
11 Hz). 3.52 (IE dd. J = 15. 11 Hz). 3. 74 (IE d. J = 15 Hz). 5.08 (IE dd. 
J = 15, 5. 6 Hz). 5. 39 (IE d. J = 15 Hz). 6. 79 (2E d. J = 1. 8 Hz), 6. 88 (IE 
dd. J = 7. 6. 1.8 Hz), 7.21 (IE d. J = 7. 6 Hz). 7.29 (IE s). 7.31 (IE d. 
J = 7. 6 Hz). 7. 38 (IE dd. J = 7. 6. 1. 8 Hz). 7. 47 (IE dd, J = 8. 4. 4. 4 Hz), 
7.59 (IE dd. J = 8. 4. 1.8 Hz). 8.90 (IE dd. J = 4. 4. 1.8 Hz) 

TC^i^-W^ffl : CzaHjsNsOzC 1 J • 0. SHiOtVX 
a^Wm (%) :C 65.71. H 5.04. N 8. 21 - -l^--^ ^' 

(%) :C 65. 40. H 4.90, N 8.17. 
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mmm 17 5 

(9R) -5- (3. 4-i^i7aayaL=LM -7- (3. 5 ->?;*5^;p>s;> 
S^Jl^y -6, 7, 8, 9, 10. 1 1-^i^^-tft h:p-9-pC^;P-6. 13- 

':^^^y-i3H- [1, 4] i>rvs^y [2. i-g] [1, 7] :^75^u>? 
> 

HS,-;^ : 1 3 7 - 1 3 gic 

NMR (200MHz. CDCU) PPB : 0.86 (3HX1/2. d. J = 6. 2 Hz). 0.89 (3HX1/2. 
d. J = 6.0 Hz). 1.5-2.3 (3ft ra). 2.25 (3ft s), 2.28 (3H. s). 2.90-3.84 (4ft 
m). 5.07 (1ft dd. J = 1.4. 5. 8 Hz). 5.31 (1ft dd. J = 14. 9. 2 Hz). 6.50 (Ift 
s). 6.57 (1ft s). 6.78 (lHxl/2. dd. J = 8. 0. 1.8 Hz). 6.93 (1ft d. J = 6. 0 
Hz). 7. 12 (IHXl/2. d. J = 1. 8 Hz). 7. 30 (1ft d. J = 8. 8 Hz). 7. 4-7. 7 Oft 
m). 8.92 (1ft nO 

tE^^J-WM : C29H2rN302C 1 2 • 0. 3HaOtbT 
th^M (.96) : C 66. 24. H 5. 29. N 7. 99 

mmm (%) : c 66. 21. h 5. 49. n 7. 70. 

#%M 17 6 

(9R) - 7- (3. 5-i^^h=¥z^^>i^M -5- (4 -7;^;^-p>'x- 
v'^) -6, 7. 8. 9. 10. 1 1 Ko-9-^^;i.-6. 13-5^ 
^^V-13H-[1. 4] i^rV'>y [2. 1-g] [1. 7]^y^tJS^> 
#%0iJl 5 7T#/i<b^«fe&^tiT, ##«1I6 9<i:|SI^(cLT^;£:L, iaSL 

fitj^: 192-193^ (g^^x5^;i.-x5^jux-7^;i,;5ie.fl«ga) 
NMR (200MHz. CDC]») ppm : 0. 88 Oft d. J = 6. 8 Hz). 1. 5-1. 8 (1ft m). V.:^^i-i- 
(2ft dO. 3.03 (1ft d, I = 15 Hz). 3.36 (1ft dd. J = 15. 10 Hz), a.ls (1ft 
dd. J = 14. 11 Hz). 3.75 (Ift d. J = 15 Hz). 3.76 (6ft s). 5.08 (Ift dd. J 
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= 14. 5. 6 Hz). 5. 27 (IH. d. J = 15 Hz). 6. 03 (2H. d. J = 2. 2 Hz). 6. 37 (IH. 
I. J = 2. 2 Hz). 6.9-7.1 (2H. m). 7.19 (IH. m). 7.45-7.60 (3H. m). 8.91 (IH, 
dd. J = 4. 2. 2. 0 Hz) 

[a]. D=+10 9. 4° (c = 0. 4 9 7%, y^^y—M 
Ttm^^m : C*9H2,N,04F<i:bT 
th^M i%) : C 69. 45. H 5. 63, N 8. 38 
(%) : C 69. 32. H 5.57. N 8.31. 

17 7 

(9R) - 5 - (4-:j7DD:7xn;W - 7- (3, 5 h^i^^>i?Jl') 
-6. 7, 8, 9. 10, 1 l.-^^-tf-t KO- 9->:^;i/- 6. 13->?:t4^ 
V-13H- CI. 4] v?7l/->y [2. 1-g] [1. 7] ^7f^Ui?> 

: 229-230*C (m^:^^)l-:r^)l^:ii~TM ^ n^^B) 

NMR (200MHz. CDC! ,) ppm : 0. 88 (3H. d. J = 7. 0 Hz). 1. 5-1. 8 (IH. m). 1. 9-2. 4 
(2H. m). 3.06 (IH. d. J = 15 Hz). 3.29 (IH. dd. J = 15, 9. 8 Hz). 3.56 (IH. 
dd. I = 14. 11 Hz), 3.76 (IH. d. J = KHz), 3.77 {6H. s), 5.07 (IH. dd. J 
= 14, 5. 6 Hz), 5. 27 (IH. d. J = 15 Hz). 6. 08 (2H. d. J = 2. 2 Hz). 6. 39 (IH. 
t. J = 2. 2 Hz). 6. 91 (IH. d. I = 8. 4 Hz). 7. 28 (IH. d. J = 8. 4 Hz). 7. 46 (2H. 
m). 7.48 OH. dd. J = 8. 4. 4.0 Hz). 7.55 (IH. dd. J = 8. 4. 1.8 Hz), 8.91 (IH. 
dd. J = 4. 0. 1. 8 Hz) 

TC^^Ifffit ; C29H28N3 04C 1 • 0. ZHiOizlyX 
tl-^fi (%) : C 66. 78. H 5. 49, N 7. 99 

' mmi^ (%) : C 66. 78, H 5. 54. N 7. 88. 

17 8 

OR) -7 - [3, (h ijy JU^ci:A^)U) ^>>?;i/] - 5- (4 
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-yjU^oy^-)l) ~6. 7. 8, 9. 10. 1 1 -v\d|i>ij-t iip_9_pt^ 
.;i^-6. 1 3-i^;f^y-l 3H- [1. 4] v^Tl/i^y [2, 1-g] [1. 

: 234-236'C (mmJL9-)V-3l$^}V:i:-7^JU7!)^^nm^B} 
NMR (200MHz. CDCI3) PPm : 0.93 (3a d. J = 6. 8 Hz). 1.73 (la m), 2.0- 
2.4 (2a id). 3.00 (la d. J = 15 Hz). 3. 34-3.62 (2a m). 3.97 (la d. J = 
15 Hz), 5.10 (la dd. J = 15, 5.2 Hz). 5.42 (la d. J = 15 Hz). 6.85-6.95 
(2a m). 7.13 (la dt. J, =2.2. J. = 9. 0 Hz). 7. 40-7.52 (3a m). 7.45 (2a 
s). 7.83 (la s). 8.92 (la t. J = 2. 9 Hz) 

itWm (.%) : C 60. 31. H 3. 84. N 7. 28 
^JfflM (%) : C 60.43. H 3.98, N 7. 13. 

17 9 

(±) -7- [3. (hU:7 D^?;i/) ^>^^jui -9-x5^;u 

-6. 7. 8. 9. 1 0» 1 1 --^^-tJ-t Hd-5- (4 -p<5^;W:7x— ;i/) - 
6. 1 3-i^^4-y-l 3H- [1. 4] i^rVi^y [2. 1-g] Cl, 7] 

MA : 2 5 8 - 2 6 Ot: immx.^JU — fVZfnhl)l'Ji—7^)Vii^iE>n^^) 
NMR (200MHz. CDCU) ppm : 0. 90 (3a t. J = 7. 1 Hz). I. 0-1. 4 (2a ffl). 1. 5-1. 9 
(2a m). 2.28 (la m). 2.39 (Sft s). 3.04 (la d. J = 15 Hz). 3.39 (la dd. 
J = 15. 9. 6 Hz). 3. 52 (la dd. J = 15. II Hz), 3. 97- (la d. J = IS Hzh^.5.. It- 
da dd. J = 15. 6. 6 Hz). 5. 48 (la d. J = 15 Hz). 6. 82 (la d. J ="7. 6 Hz). 
7.06 (la d. J = 7. 6 Hz). 7.2-7.6 (4a m). 7.48 (2a s). 7.82 Oft s). 8.91 
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(IH. dd. J = 4. 0. 1.8 Hz) 
jtm^^i^: C3iH27NsOiF,a:bT 
^M-B (%) : C 63.37. H 4.63, N 7. 15 
^SSffi (%) : C 63. 24. H 4. 67. N 7. 29. 

18 0 

(±) -7 - [3. 5-)d7. (hVyJV^a^^M ^>i?M -6. 7, 8. 
9, 10, 1 1 -'\=^iJ-hHD-9- (1 -p^5^;px5^;i/) -5- (4-pt5^;i/ 

-6. 1 3->?:^^y- 1 3H- [1. 4] z^7V->y [2. 1-g] 
Mi^ : 228-229t: (g^^x^;i/--r y fcf;i.x-5^;i/;6i6.lli^^) 

NMR (200MHz. CDCU) ppm : 0. 82 (3H. d. J = 6. 6 Hz). 0. 87 (3H, d, J = 7. 0 
Hz). 1.5-2.4 (4H. m). 2.39 (3H. s), 3.06 (IH. d. J = 15 Hz). 3.38 (IH. dd. 
J = 15. 9. 0 Hz). 3. 50 (IH. dd. J = 14. 10 Hz). 3. 95 (IH. d. J = 15 Hz). 5. 14 
(IH. dd. J = 14, 5.6 Hz). 5.49 (IE d, J = 15 Hz). 6.83 (IH, dd. J = 7. 8. 
1.4 Hz). 7. 07 (1ft d. J = 7. 8 Hz). 7. 28 (IH. d. J = 8. 0 Hz). 7. 35 (IH. dd. 
J = 8. 0. 1.4 Hz). 7.47 (IR dd. J = 8. 4. 4. 4 Hz). 7.48 (2H. s). 7.56 (IH. 
dd. J = 8. 4. 1.8 Hz). 7.82 (IH. s). 8.91 (1ft dd. J = 4. 4. 1.8 Hz) 

7C^^J-*f M : CszHzsNsOeFairLT 
tM?M (%) : C 63. 89. H 4. 86. N 6. 98 

• (%) : C 53.82. H 4. to. N 7. 13« 



(3, 5-S^?kh=^Jif^:^' 
^=¥D-}i\^u-6. 13- 
g] [1. 7] :?-7f^US^ 



18 1 

(±) -5- (3, 4->?^OOyaiX;i/) -7- 
>fJW -9-X5^;U-6, 7, 8. 9, 10, 11- 
i^^=^y-13H- [1, 4] -Jy^J=^J [2. 1- 
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mj^ : 2.6 0 - 2 6 2r (@^Kx5^;u-'f y^p if;ux-5^;i^*^e.s«sa) 

NMR (200MH2. CDCU) Ppm : 0. 85-1.00 (Sft ni). 1.0-1.4 (2H, m). 1.5-1.9 (2E 
d). 2.23 (IH. m), 3.19 (2H. m). 3. 47-3. 80 (2H, m). 3.75 (3H. s). 3.77 (3H, 
s). 5.09 (la dd. J = 14. 6. 2 Hz). 5.28 (IH. dd. J = 14, 7. 6 Hz). 5.99 (IE 
d, J = 2. 2 Hz). 6. 13 (IH. d. J = 2. 2 Hz). 6. 36 (lHXl/2. t. J = 2. 2 Hz), 6. 40 
(lHXl/2. t. 1 = 2. 2 Hz). 6.76 (lHXl/2. dd. J = 8. 2. 2. 2 Hz). 7.09 (IH 
Xl/2. d. J = 2. 2 Hz). 7.25-7.62 (4H. m). 8.91 (IH. m) 
TiM^^m : CaoHj.N.O.C 1 ^tVX 
thM (%) : C 63.61. H 5.16. N 7.42 
^SlIU (%) : C 63. 20. H 5.15. N 7.58. 

##M 18 2 

(±) -5- (3. 4-i?i57 0D7x— ;!/-) -7- (3, 5-z^j<h^-^^> 
i^M -6, 7. 8, 9. 10. 1 1 -^^-y-k KD-9- ( 1 -><.5^;PX5^;J.) 
-6, 1 3-S?:t^^y- 1 3H- [1, 4] i^Zl/S^y [2. 1-g] [1. 7] 

rctz^^it^m-^m^f^^toxm^tirc. 

Mj^ : 2 0 2 - 2 0 S-C mmJi^JU-^ V:^U\f)lJi—y^JU:fy^q>n^^B) 
NMR (200MHz. CDCU) ppm : 0. 85 (6R m). 1. 4-2. 0 (SR m). 2. 15 (IH. m). 3. 18 

(2H. Di). 3.4-3.8 (2H. u). 3.75 (3H. s). 3.77 (3H. s). 5.11 (IH, dd. J = 14. 

6. 4 Hz). 5. 28 (IH. dd. J = 14. 6. 2 Hz). 5. 9-6. 8 (3. 5H. m). 7. 0-7. 6 (4. 5H. 

nO, 8.91 (m m). .. 

#%0«J 18 3 
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( 1) ##M 7 2 ®{b^tJ 10. Omg 

(2) %m 6 0. Omg 

(3) D-y7.^~^ 3 5. Omg 

(4) h h'D^>>:/atrji/;<5^jl/-tr;i'n-x a. Omg 

5 (5) X7^yU>i|-7i^:^5^'5A 2. Omg 

#3^«n|7 2T#^nfcYb^4S?l 0. 0mgta«6 0. Omg:feJ;afn->;^ 

-.^TK^jaEO. 0 3ml (t l«P4^->:/ntfJl/^5';H:;i/D— ;:^tLT3. Om 
g) *fflt>T^&fl:L;t^» 4 O-Ct^^fe^gLltiiiLfc. #&tlfcSSJK[*X7^7'J 

10 .>Bevi/^$^«^A2. omgiijg'&L, jEifiiLfc. ^#snfclfli£s. lilt, nai 

18 4 

15 (1). P^m? 2<Dih^m 10. Omg 

(2) %m 7 0. Omg 

(3) -1 — 5^ 5 0. Omg 

(4) Bl^ttT^'^y^ 7. Omg 

(5) ^5^7U>^-7^:?i>''>A 3. Omg 

20 ##«aj7 2T#&n>t<fc^«&l 0. Omg<hX7^7U>K'^y:^^'>C^A3. 0 

mg^pjm^y^>:f>(D7i^mmO. 0 7ml (»J^tt5^>:/>i: 7 . Omg) 

TlifefbL.^:^. niSkV. ?L»7 0. 0mg:fe<J:Orrj->X:5'-5^5 0. Omg 

25 ^#0iJ 18 5 

(1) mmmi 7 eoit^m ip. omg . 

(2) %m 6 0. Omg 
{3) Zi->7s^-^ 3 5. Omg 
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(4) t HP^>'rPh!;M5^;i/-fe;PP-X 3. Omg 

(5) ;^-7^TU>^Ti^^>'^A 2. Omg 

0^mi 7 6-C%iotir^it^mi 0. Omgtaneo. Omg;feJ;afli-> 
XrS'— 5^3 5. OmetOW^m^. 1 OSS%h Ko^i'Z/P e;M5^;Hr;i/ 
a-l^yHmmo. 0 3ml .(fcHP=^^>'yDtr;i^;»C5^;Hr;i/D-XiUT3. 0 
mg) <£ffl^iTjS*ft'fl:tfc^, 4 0'CT$£j®bl¥®Lfc, ^ti;t!ii)ia*7>5^r 

18 6 

( 1) 7 6 ®fb^® 10. Omg 

(2) aif 7 0. Omg 

(3) =t—>7,^r^^ 5 0. Omg 

(4) pJ^1±7'>:/> 7. Omg 

(5) ;^5=-TU>ig-ri/^'>C7A 3. Omg 

^%mi 7 6-C^^nfc'ft:-&#H 0. Omgt.7;'5rT'J>ife*^if^>^'i7A3. 
Omg&pI^(£-5*>y><7>7lc^?^0. 0 7ml {pjj§'l±7^>y>t LT 7 . Om 
g) XWmtVft^. nm\^. a.117 0. Omgi5j:t;:p->XjS^~5^5 O. 0 

##^y 18 7 

(1) <b-a-t/No. 2 10. Omg 

(2) mM 6 0. Omg 
C3) u-y^.^-^ 3 5. Omg 

(4) t KP=^-J/>^Pt!;PpC5^;Hr;|.D~x 3, Omg - 
C5) ;^-3^TU>M-7^/'4^>'^7A 2. Omg '~ 

fb'&'KlNo. 2 10. OmgihafteO. 0mg:te«kt^P->X^-5^3 5. 
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03ml (t KD^^'>yofcr;u^5^;i/"k;up— xtLTs. omg) ^m^^-zm 

18 8 

(1) ^k'&^No. 1 10. Omg 

(2) 7 0. Omg 

(3) 3— >xa'— 5^ 5 0. Omg 

(4) pJJStt7^>:^> 7. Omg 

(5) X5^7'J>^-7y^^v'T>A 3. Omg 

^k'&tJNo. 1 10. 0mgtX5^TU>^"7i?^T>'>f>A3. Omg^rpJ^ 
'\&.^>Zf><Dii^^mo. 07ml (■5J?^1±5^>r><hLT7. Omg) T^lKt^fc 
Lfe^v ^mv. mM7 0: Omg^ckt/tn— >;;^:J'-5^5 0. Omgi:®^b 

p^m 18 9 

MM^;H::^ 2 0 Omg 

h 'J 'J'A 2 0 Omg 

aEJWffia@7jc ±g 2ml 

19 0 

:S^^;i't^ 2 0 Omg • . - 

^mS^^h'Jr^A 5 0 Omg 

^mmm^i^ ±m 2m i 



10 
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##M 19 1 

^MtJVli^ 3 0 0mg 

^Bmm-^-hO^A 7 0 0mg 



9 2 

l&ffi?-=EJI/t:^ 4 0 0mg 

h U »>A 5 0 0 mg 

:^K'>ti 40 0mg 

15 ■ jiStfflSgg* ±m 2 ml 

#%0fJ 19 3 

20 :^S?^;Ut^ 4 0 0mg 

•^^J^jm-thV^A 4 0 0mg 

^y':^)\^y}Vn—)i 2 0mg 

aitffi^STK ±& 2ml 

0%m 19 4 

:Si?t;i/t:^ SOOmg 
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^MMWti- 3 0 Om g 

'*)-^)^)Vm±h^J':7J:. SOOmg 

5 \zmmi^s mm\mvit<ot>. ^sMmMmv:^o 



19 5 ^)u\^^mn^^omm 











4 


M:Sr5 


10 


mmm' 24 mg 


48 mg 


48 mg 


24 mg 


48 mg 




D-7>rf-J> 14 


20 


20 














14. 2 


20 




3->;^^-f 6. 7 


6. 6 


6.5 


4. 5 


4. 5 














15 


1.5 


1. 5 


1.5 


1. 5 


1. 5 




kK o+j'?" DfjH:*D-x 












1.5 


1. 5 


1.5 


1.0 


1.0 










3.0 


3.0 




r 'Jif l'>^' 'JJ-Jl- 6000 










20 








0. 5 


0.5 




2. 0 


2. 0 




1. 0 


1.0 








2.0 








7f 7'J>^7?' 0. 3 


0. 5 


0.5 


0. 3 


0. 5 


25 


If 50 mg 

(1) 

D-7>Zh-* 


80 mg 

48 g 
28 

13.4 


80 mg 


SO mg 


80 mg 
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i&nm$^t y n^y?' at' ma-ji 3 

i&vft. iiomi^m 89. 5g \z. 7f7'j>®!7?' tmo. 54g *jDx., Mn^mn ItL 



(2) mmtJH:^ 48 g 

3->X^-f 6. 5 



^^g^Lfe^, hK D:fy7' at'mo-T. I. 5g ^fecfcrmSK 2g =S:i^tX7mi& 15g *lin 

fflv>S3gj[Lfc. 71. 5gfc. ;^T7U>S67r^5'Wo.45g*joA, miSL^mn 



(3) ^ggm^ 48 g 

i^®t*D-X 28. 4 

3->X^-f 9 

tSMmmt y Dty7' Dt* WD-X 3 

r 'Jif I'>^' 9a-» 6000 1 



Sr^i-g- hh' D^y7' Dfc* ma-7, 2g, ** 'Jt* z)\t° dj K > 6g is J: t/^MH^ 2g Sr-^ 

tJTfc^sse 25g ^jFn;^,?Li*:Ti^-&t;t,f#e>nfc^^ti^M/E@:i^(4ot:. le mm) 

1 6j»yya|SS-ffi l^mWL l^fLo Z. 89. 5g {C, Xt7'J>^7{'* *y!>AO. 54g ^jJD 



(4) 48 g 

3->;^^-f 4. 5 

t' mv>r n-]if 6000 0.5 
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i6h'yim^^^^mnvr:i, z.<k>w&^ 71. sg t^. irmm^' ^yi^Ao. 45g *jib 
5 ##M 1 9 6 ^jvyi^^mL'^ mmuw) ^i&oymn 



(1) mmmnomn 

mtwa 780 g 

^SMd-X 144 

:y-m'f 108 

10 ffi@iamh'D:t^5'7°Dt°mD-x 36 

Y.V m7' nt' m\l-'K 24 



SJg'&L/L^. *• 'Jlfl/>5' 'Ja-A 6000 12gi5«fclXS:H^ 24g ^'^tr7jc^?S 290g 
*PX, A' -JAW (FM-VG-10 M, A* f§^nfcM^«fe&K -A 

15 >>' ry (DG-L I ^. »> lCTi¥ Lttl mm' - (QJ-230) {CT!K['ffc Lfc. ^# 

'=>nfti&^m^mz$tmiQ'' ciemt^)^. mm, ^a^g 500-1250 At 
m <Dm(mmi&m losog 

(2) Tmimnomm 

tv uif'y7' of mma-x 22. 5g m^m a. 45g 340ini (8oxi^;-jv 

20 (w/w)) izmm^-^f^m. W4.05g*^M*^feTSf>ttat«rSHSB!bfc. cd t? 
f§ s nfc^ 450g &D-'x9-m<Dmmmi&m (fd-3 m. a* ^m) ic An. t# 

tt^SSntSIL. T#^tfeSm*lJ 470g^#^c, 

(3) ikiammmm mmmm) om-^m 

^ ^ ji!L:>^2 M;^3 

25 inm-UA^cvs,) 11.6 mg 12. 2mg 12.6 mg 

1.6 1.6 1.6™ 

tv ^t'nm-i 444 
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r 'Jif l'>r 'JJ-MOOO 2.4 1.8 1.4 

0.4 0.4 0.4 

tfmi-ft 0.7 0.7 0.7 

6 6 6 

I^y-VTK (90/10 w/y) 480 480 480 



506. 7 Dig 506. 7 rag 506. 7 jag 



(2) ^ti^TSFttsKs 2oog ^^-7.9-m(Dmw]mnm(Fh-3m, i\'fihff) iz 
mm\zMi.. s?^#?tL.T25SfixiUfc. ssia, i^^g eoo-ieoo 

m©^M14S«i**I 250g ZK^ISifet 250g lc?*^0. 25g ^Stl^S^ 

«il&#7t 

(li) ^;i'b:*;»Mtt^)6i©8!ii#iJ2 

(2) t?#enfcT»ttlS«^ 200g &9-;i^-S!Ogl£8ftifi]fefct8|(FD-3 M. A" Okv^) 



##0yi9 5 (1) 1 SOmg i:#^^J 1 9 6 (3) (ii) 

Itit^SdiSM 2 1 84)Dg 2: 2 ©i/ t;KC^«ft Jt^et^^l 20ing Sr-g-tf 

9 8 mwtm<om:&m 

##^1 9 5 (4) ■rf#fcM&iS^J|a4 mgt0%mi 9 6(3) (i) f 
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19 9 mw immii&:^m 

##«ajl9 5 (4) T^§75:jii«cti^S4 20rag 1 9 6 (3) (ii) 



##0!|2 0 0 





M:^i 


M:!^2 


m:&3 




5 mg 


10 ng 


10 mg 




33 


28 


38 




6. 7 


6. 7 


6.65 




1. 5 


1. 5 


1. 5 




1. 5 


1. 5 


1. 5 




2.0 




2.0 






2. 0 






0. 3 


0. 3 


0. 35 




50 ng 


50 mg 


60 mg 



(1) mmiAt^ 50 g 

D-7>ih-Jlr 330 

j-m-f 67 
ists^^t y nif/r Dk* mo- J i 5 

^£ig^L&^,kKn*->7'Dk*Atfl'D-7 15g*3J:rX®5K 20g ^-g-tf7K^^R 150g 
A, A*-fMy7-a^-^'-(FM-VG-10^. A'")P7i»)Ti^-&bfe, # ^.n^ci^^t^^^^ffi 
^ii(40'C. 16 ^P^)^, A' 9-;;KP-3 M, mm^mUJli^Pfi) ^m^\ 1. Omm OA* 

Ji7* t*3te«^ (6F m, f fy-) tc J; 0 . jte^fflSiiia soing ^ 5 t;Uc 
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(2) mmm m g 

D-7>-^-J^ 380 

J->Jj!-f 66. 5 

5 ^B^-Sfc K D*y7* Dk" J^feJ^D-7 1 5 

^B'^l^it^.th' D+y7* Dk*MAD-X 15g i5 irjfffi©^ 20g i&'^tJTK^f^ 160g *fiB 

A*-f*W7-al/-?-(FM-VG-10Si. A* ')UyW-ei!i-&L/fe. ft e-tlTtM-^I^Sr^ffi 

>f>^'7^o->-r?i»5au, c:©igiK[?^ 536gt, xm *->iii.3. 2g 
10 ^Jin;i, ^mmm^tLfco 

15 

2 0 1 





2, 


0 0 


'7>:il — 


6 6. 


6 7 




3. 


3 3 




2. 


0 0 


Avicel PHI 02 (^StAn-X) 


1 5. 


0 0 


Meihocel B4M (kK D+y7* of ;^;^fJ^tJ^D-;t) 


1 0. 


0 0 




0. 


6 7 




0. 


3 3 



(2) m^yit-'i:)V'7Ay 



2. 6 6 
66.00 
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3. 


3 3 






2. 


0 0 




Avicel rH102 vffnl&tJl'D-/; 


1 5 . 


0 0 




Melhocel E4M (tf D+y? Dk WfJltil'D-:;!) 


1 0. 


0 0 


5 




0. 


6 7 






0. 


3 3 




(3) iaigT5i?^;P7-f > 


3. 


3 3 £S% 






6 5. 


3 4 


10 




3. 


3 3 






2. 


0 0 




Avicel FH102 (j|$||t»a-:il) 


1 5. 


0 0 




Melhocel E4M (tKDty7'Dt*»^mJkD-7) 


1 0. 


0 0 






0. 


6 7 


15 




0. 


3 3 



##^J2 0 2 (3R. 4S. 5S, 6 R) -5-^h^->-4- C (2R, 

3R) -2-^5^;v-3- (3-^5^;i'-2-:/-rn;u) a-^iy^^M - i- 
20 j§ 

:7v:^sij> . 'jiy>pu-^^-y)VT>'^:z,^ 640g i£ I. 5N *se^t:th'J9A^«? 

Z133nil tmx, iKl25'CT 24l^rBl«}1il.fe. 1600jnl 

25 Lfe^, mi^ii^WL\^-xmwm^%-nL. '^\z. ^^m^im'uitmz. o. 4n 
iss «:MffiT-ciaai )\^mfi^%f:L.Mz. z. o^-r 



wo 00/32192 220 PCT/JP99/06569 



fy/-mmifmm 0:1 (v/v) ) icig^su. >''m'WD7W7ACK«$i*, m.iti 

(2) 7'T:^=o~;I/*^9 (3R, 4S. 5S. 6R) -5-;* h^i^-A- C (2 
R. 3R) -2-^5^JP-3- (3-;A5^;U-2-:/5^-;W :^:it^>'^r:;PD - 

i-;^-^-y-xtfo C2. 53 ^4^1 — e—fjp (^'□o7-fe^;w 

10 

±IE (1) 'r^fc7^^D-;H98g*lfi'fbW> 3260D1 icio^TiS^Lfc. 

4*C£;lTfc«-^^i:75J^. 0^^•raT^B>!I^bfe. ^(DVk. - 5 ~4t:Tj!!*r 20 ^J-W 
SKii^Lfco SJ^^?K{w5'Cfi/lTCJ^^L;t7K 1150id1 ^JnA, $3 1 5 5:Mffl#S?^lC:J^ 

:fe:S7K (20% (w/v). TiJtftUrc. Wfig^gtCSit^Ti'' *yCFA(il7K) ^rUDTlTJia 

7A{::®^$-&. n-^m-mmn(Dmm^m^^xmiiiv. ^^sbK^^WM. mjet 

20 -railffiLTgfelSfeCOia (3R. .4 S. 5S. 6R) - 5-;j< h4^'>-4- C (2 
R, 3R) -2-y<5^;P-3- (3-/>'^Jl^-2--yy'-}V) :r^>'7— ;W - 

©|£S<fe|$#fc, JfetC, (3R, 4S, 5S, 6R) -5-^ h^^'-4- C (2 
R. 3R) -2-^^)1^-3- (3-;<^;i/-2-:/7^3JW :^=^^->^-;P] - 
25 1 -:e-^lJ-XhfP C2. 5) ;a-i7h-6 — T;!/ (i7nuT±:^)l) :fy)Wi>^—h 

(D^®m\z<v7' ut' H-n^m^xm Aox:xmmWi. mi^m^ua^ft, m lo 



wo 0002192 



2^1 
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m^^f^iox:xmi smmM^^mvT. or, 4s. ss. 6r) -b-;?^ 

5 h4^'>-4- [ (2R. 3R) -2-;<5^;i/-3- (3-pt5^;U-2-:/5^:r;i/) 



2 0 3 

10 (1) :t>iJ^>izhD> 10. Omg 

(2) an 7 0. Omg 

(3) 3— >;^:$^— ^ 5 0. 0ms 

(4) ^^<±x>:/> 7. Omg 

(5) Ts^r^iyWC^if^zy^A 3. Omg 

15 3|->4i^>-feho>l 0. 0mgt;^-?^rU>K"7i^T-5^'i?A3. Omg^nllt 

14^>7'>®7K^igO. 0 7ml (^Jgtt'x>:/>tUX7. Omg) -ei^Jja-fk 
Lfc^, IfeiftU. ?L*|7 0. Omgi3J:t;n— >7;^— 9^5 0. Omgtig^b 

20 2 0 4 

(1) x4^t^^^V> 10. Omg 

( 2 ) ?L*I 7 0. Omg 

(3) □ — ^ 5 0. Omg 

(4) Wm'&L'r>y> 7. Omg 
25 (5) ;^xTU>Kvy:^:'>!>A 3. Omg 

v'^-^:^^V>l 0. 0mg.iX7^7U>K^y^>">A3. 0mg?£'5J^tt 
7'>:/>©7jcJ§?K0. 0 7ml mm^'f>'f>t.VX7. Omg) -Tf^iifc-fbL 
fc^. ItiftU. ?L«I7 0. 0mg*5j:(yJn->7.:5'— 5^5 0. Omgt?i'&Lfc. 
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2 0 5 

-bf^5^> (7 9 2 g) <hT>-I — ;l/(5 9 4g) izZ-^^^^—AS.^-*}— 

©x|fr>;i/4'T^±lc?i'&LTmM7K (16kg) ©igu+rciStS:^-^^. ^v^ 

#€>nfcJg^J^^4 0'C± 2'C{c:Jiq^LT. 1 O^^r^l^^ryrh-l-XUfco 
^c^^. ^<D^g-&J^^^ia (2 0-2 4*0 fCJ^ijlbfc, J^^LfciSiSgT-, T 

mmo^mm^m^Ltzo ^ji>m dee. 3 2g) ^i^¥^\^rji^ii^'^^\zm 

]E)PLX, ?§j^{DpH^3. 0 l3lS^L;t= ?5D0D7K (8 7. 6 8 g)^5=t^1i- 

15 (b) Tsi^^Jl'^^' >ig^iSl Omga.--y hCDSjft 

±tB (a) T±J^$tlfcT7j^^;U7^>^Kig2. 0%ttWL^5 0 OmgSr, 

-SLfco :7^'JX^--7 5:?— h«P Vd C 4 0 g<75iij'& 

T3-h$nfcP VC 2 0 0 //m;&^e.^^$n/!:. MSttfiSflE^I^^ U -X ^ 

<;L'^5^^-h (2 0 ^im7;i/5--^iA) ;UT^MLfc. ^ 

^ MB (mg) Mts.^mmm% 
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10 



15 



20 



25 



^©tKUSP/EP* 4 4 6. 8 8 0 

T^=e;i/:7.<>HCi EP/EP lo. coo 

•fe*^^>EP/USNF 2 2. 0 0 0 
■7>- h— JUEP/USP 16. 500 
d7X>l!EP/USP 4.620 



8 9.4 

2. 0 
4. 4 

3. 3 
0. 9 



m 500.000 10 0-0 





fifi (mg) 




fSStTKEP/USP* 


4 3 8. 5 0 0 


8 7. 


7 0 


y7j^t;i':7.i' >hci bp/ep 


10. 0 0 0 


2. 


0 0 


if 75^>EP/USNF 


2 5. 0 0 0 


5. 


0 0 


T > - 1 ;I^BP/USP 


2 0. 0 0 0 


4 . 


0 0 


i'XVSfEP/USP 


1 . 5 0 0 


0. 


3 0 


yX/tJl'T^— AEP/USNF 


2. 5 0 0 


0. 


5 0 




2. 5 0 0 


0. 


5 0 


tf 


5 0 0. 0 0 0 


10 0. 


0 










SS (mg) 




iKS!7jcEP/USP» 


2 15. 0 0 0 


8 6. 


0 0 


>HC1 BP/EP 


10. 0 0 0 


4. 


0 0 


if7 5^>EP/USNF 


11. 5 0 0 


4. 


6 0 


T>- 1 — ;UEP/USP 


10. 0 0 0 


4. 


0 0 


^^X>^EP/USP 


1.500 


0. 




AEP/USNF 


2.000 


0. 


8 0 



2 5 0. 0 0 0 



10 0.0 
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mm 


(mg) 




ftffiiTKEP/lSP* 


4 4 1 


. 0 0 0 


8 8. 2 0 


'Tii^=B)Vy^ >HCl BP/EP 


1 0 


. 0 0 0 


2.0 0 




2 5 


.000 


5.0 0 


T>— h— ;l'EP/USP 


2 0 


.000 


4,0 0 


;j7X>iiEEP/USP 


1 


. 5 0 0 


0. 3 0 


AEP/USNF 


2 


. 5 0 0 


0. 5 0 



500. 000 100.0 



-7- [3. 5-t:x (.hVyJV^O:*^'^M ^>z^M -6. 7. 8. 9, 1 

0. 1 i-'N^^^iJ-kKn-g-^^^^t'-s- (4-^5^;U7x:i;i/) -6, 13 
->>:t=¥V-13H- [1. 4] v^TVv-y [2. 1-g] [1. 7] :^75"U 
(it'&il^No. 3) (Di^m... 

o. 3(Di^m 

ml/kg ^miffii^iS-^Lfco v-T^ 1 P#rBlfH::i!>SOiil^ii^feiJ-^?3i^ 

it-tW o. 3 f4 0. 5«;p<5^;Hr;l/a-X^fiSi{tm5€o:>SS{CjS*^L, -|*:a 1 kg 
^feO 1 ml <Di!j^Ti!iPS#b;t. 0. b%;^^}l'-\z)\^u—y.mmiti^m 1 kg 
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m^ibmmhXf}^'c>^Tir^^'V<ommizm'ir^'r—^\^^ Ounnett lest JCckO 

mm: 

MStfr«K?Ttt>';iy^5=->«^^ 1. 5±0. 1 ^FBl(¥l^M±^m^M)*^e>^ii±^S:. 
(ytp|iti:*^i&* 0 , 1. 5 2. 5 i^W^tcA^ltTj^^b. .-tomt)i9IS^6<Hc: 
3^^nfta 5 l^r3lC5iig|l^rai^tC5i®U7S:3Sia:^S:Z^i'Ki±tt&'«?126. 7±19- 4 lil 
RD? 10. 7±1. 2 [Hl-e^ofc. w(Z)DIii±«'fk:-&«i^No, 3 0>3ing/kg^MnS#"^ 















(rag/kg, 












p. 0, ) 






















0. S%MC 




6/6 


126.7 ± 19.4 


1. 5 ± 0. 1 


2. 4 0. 4 


Cpd. No. 3 


1 


6/6 


79. 0 ± 15. 1 


1.5 :t 0. 1 


1. 7 * 0. 4 




3 


8/6 


59. 3 t 12. 0 ^ 


1.6 ± 0. 1 


1. 7 ± a 3 




10 


5/6 


14. 8 ± 3. 7 l> 


2. I 0. 6 


2. 4 a: 0. 5 


















h?a:/lA 










p. 0. ) 






















0. SSGMC 




6/6 


10. 7 ± 1. 2 


1. 5 a: 0. 1 


2. 1 ± 0. 4 


Cpd. No. 3 


1 


6/6 


8. 3 2. 2 


1. 6 ± 0. 1 


h 4 0. 4 




3 


6/6 


7. 8 ± I. 3 


I. 6 ± 0. 1 


1. 6 ± a 4 




10 


5/6 


3. 2 ± 1. 0 b 


2. 2 ± 0. 6 


L 0 ± 0. 4 



(b KO.Ol) 



15 yjLi'yh\zisn^zy7.'fv'^>Wl^iiM^W±mt^<&!iT^o. 3(oman-^ 
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— l¥3^'5Vitt4^©t'-^;i/:;*t(7. 9~13. 3 kg)$IllM©ESy/cC<fflVifc. v 

it^i^No. 3ito.5%^^)v-t}vn-xmmizm'^mm.\zmmv. mi kg 

»gq±*^^^UT;6^e„^T-r^*T(^^rp1tlK'r'57'-^'tt, Ounnett test iZ^O 
10 ^Bgp<i:(^^^j^tH^t^L:fec 

z^7,':/^^>^-^m 1. 3±o. 2 i^rBiwi^ffligmi^M)*^ e.BSufcAtjs^ 0 > s# 2 

15 ^byS:PBl!tttl3. 7±0. 3(51Tafeoito -fb^^No. 3 « 3 mg/kg JJiJnfvX:;^ 
^e«^±{c#|l$iJL, [1343 ;feJct;^ C^2D {z^fo 

















(mg/kg. 












P. 0.) 






mm, ¥i^tt 
















0. 5»i!C 




3/3 


13. 7±0. 3 


1. 3±0. 2 


1. 8±0. 2 


Cpd. No. 3 


1 


4/4 


11. 3±a 5 


1. 6±0. 2 


1. 5±0. 2 




3 


4/4 


6. 3±0. 8 a 


1. 9±a 1 


1. 1±0. 2 




10 


2/4 


l.0±0. 7 a 


3. 6±0. 8 a 


0. 2±0. 2 a 



( a KO. 01) 



20 

(3) igps#LS:{[:'&«!iNo. 3(D->x-f'y^>m^ikMikm^nmm 
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3) ^^zs [S4] ts^-r. 





(mg/kg. p. 0. ) 






Con I. (0. 5XMC) 


1 ml/kg 


^fit'^mWn : 126. 7 lil 


matm^ : 10.7 [U 


Cpd. No. 3 

i 


1 


38 % NS 


22 X NS 


3 


53 X b 


27 X y«s 


10 


88 X b 


70 X b 











(mg/kg, p. 0. ) 1 




Cont. (0. 5XMC) 


I ml/kg 


mo±mm: : 13. 7111 


Cpd. No. 3 


1 


18 % NS 




3 J 


54 X b 




10 1 


93 « b 



( b p<o.oi. NS: mm-^mmM^fjiV) 



No. aCDf^ffi 

— pe—s^rosni^xu^^ h(i. 2—1. 7kg)*ffl^ifc.>';^:r^,-5^>«iomg/io 
Dii/kg *M«$i^S-^Lfc. -fb-g-^jN o . 3 ^S/:^:/^5^>S:-^ 30 5i-i&fc$6^TT 
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it-aW o. Sit PEG400 \zmM L , #:M 1 kg ^^c 0 1 ml (Om^b-cmBlH^^ 
Lit, ^Tc, PEG400 fi{*ai kgfefcO 1 ml 03i!j^Tl|glgl5F*3fe-^Lfc. m±<Dm 
it, ^^RtXPSiiji^^:KLT;&ie>*§7-r5*'ecDB#Wtc:|ir'57^-:5'tt, r test 

5 Ci^m] 

5 B?frBi0m^^rBiF*3tr^®b/t^ii{:^s.yji®i±«-tn^'n 123. 3± 

12. TlslBLtXll. 2±1.6lHlT**-^/io it-^mNo. 3itl mg/kg 'Tr->7.y^^> 

10 cas] 

















(mg/kg. 












i.p.) 






















PEG400 




6/6 


123. 3 12. 7 


1. 3 db 0. 2 


1 8 ± 0. 2 


Cpd. No. 3 


1 


6/6 


57. 5 ± 6. 2 l> 


1. 5 ± 0. 1 


2. 6 - 0. 3 
















(mg/kg. 


U'V MS:/!S 










LP.) 






















PEG400 




6/6 


IL 2 ± I. 6 


1. 4 ± 0. 2 


2. 7 ± 0. 2 


Cpd. No. 3 


I 


6/6 


5. 7 * 1. 0 a 


1. 8 ^ 0. 1 


1. 7 ± 0. 3 1> 



( axo. 05. b KO. 01) 



— i¥3MOb*-i^;i';^(7. 3~12.0 kg) ^ltiai(OESiJ^j:< i^^zf^^y 
iti ing/3 ml/kg ^WcI^Ix-^Ut^:. 'ft^^lNo. ' 3 ^>'7.*r^5^>^^30"'^Ba 
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rk^^N o . 3 « PEG400 izmm 1 kg 0 1 oil <Z)f J-^T^Mf^^-^ 

L.;t. PEG400 iti^m 1 kg^feD 1 ml Wfll'&TifMl^S-^Lfc. BiSfaODIil 

Ik. mmRZSmo±i!)mmLXi}^^^T-r^^l:<DmmizmT^y^-^it, Ounnett 
test fIcl:ip*rBgpi(D^<£Mtf«?tlTLfc. 

Mflaift<^T{ix>;:/55=->s#^ o. 9±o. i mm(^i^i&±mmm^)i!i^'^mot 

No. 3ttO. 3 ingAg^±Tv>;:/^eF>03iiBii:£%^{COT^iLfc. -fk 
^i^No. 3<Z)3ing/kgttil(DBiia:ee«^^Hlfpa!lL. tiB#*2|g^1±>to ^ 
CEI5] :fe.J;D: [^6] IZ^T. 



C*6 3 





i2#a 

(ng/kg. 
i. V.) 








(mm, ^i^ffl 


PEG400 




3/3 


18. 3±L9 


0, 9±0. 1 


2. 2±0. 1 


Cpd. No. 3 


0.3 


3/3 


12. 0±L 5 a 


1. 6±0. 2 


1. 6±0. 2 




1 


3/3 


5. 3±L2 a 


1. 4±a 3 


1. 7±0. 5 




3 


1/3 


0. 7±0. 7 a 


3. 9±1. 1 a 


0. 1 ±0. 1 a 



(a KO. 01) 



(3) mii^l^l^^vni^Mf^S^Lfc^b'&tFNo. 3©->xy^5">g^5!'l41i14 

mi4^ilt^WM^:te J:tKti14Plia:ifp©J^fi||JS«a| 1(3) tmmiz LTjRSiTt. 
^-Ol^** C^7] iSckCJf (^8) Iw^f. 



i 


(mg/kg, i.p. ) 




Cont. (PEG400) I 


1 ml/kg 


&±^^^ : 123. 3 Is] Bliiitlfil^ ril. 2 ig 


Cpd. No. 3 |1 1 


53 X b I49 X a 



(a K0,05, b xo.Oi) 
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(mg/kg, i. V. ) 




Com. (PEG400) |l ml /kg 


Wi^Wk : 18. 3isl 


Cpd. No. 3 lO. 3 


34 !l! b 


!l 


71 « b 


|3 " " 


96 « b 



P<0.01) 



5 

No. 3®f^ffl 
10 C^fe] 

-|¥4~6p(^iiH4:7iUy K(l. 1~2, 2 kg)$rffllri;fc, >'X:/7^>»^ 5 ing/5 
ml/kg «:liIMF*3lS:#Ufc.- -fb'&ifeN o . 3 1 B 1 miSL^'(r>^%\t.i^y^^zr^> 
t$#30^}-S5, e#24SZJt48B#P«1^{c:, 1 B 2 lHFg-§-0«-&ti5>X:7^^5^>^# 
30^}-8tr. ©-^12. 24> 36, 48 RC;C60^ra^(rflfT^S«Snjft#L;5:. Iri-TnoS 
15 ^fe^b'&'feNo. 3fi-^30^^Mfc'>SO|?&ii!g5lcmgi$-H:;t. ^figfjji^felWi^ 

*feS:^^M^fiifj£SiiiP^#bfc. iiSftt(DiHi?g!:fi->x:/^^>S-^ 72 Ufrei^^ 

20 it^J^No. 3fiO. 5X;<5^;U-ii;UP-X^rSlwM*^L. •ft^m 1 kg^/tDl ml 
©iiJ-&T'HJf^fi^ng-^Lfc, :t>:$^>-t h □ >\t 0. 23i (w/v) SS^l^l^^J^.^ 

^m^Pt9:#Lfc, ^fc, o.5a5^5^;nr;UD-;^^mi#ai kg ^■Tt'o i* mi © 
fiJ^-r, ^m.'k.^mtW^ l kg^fcO O. 5~1. Sml O^J-^TJIIP^-^L^S:. PSftt 
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y h\Z>^7.^y^>(Di mg/kg ^mf^nH^^r^ tt^^ 24 I^M^-^lC^ 

3i-r^^ia:^R.tKiisiic%Mtt)c)3pi^iii^« 109. 8 m. s# 24mf^'^f)^^ 72 

i±«'(b^#lN o . 3 © 3 mg/kg S: 1 B I ES-^-T ^ H i lw<t 0 W^t::^fPM^ nfc 
(^^j^ : 42%). -fb-S-I^N o . 3 © 10 mgAg & 1 B 1 m^-^'t^ i:. .^i^BiI/^il 

10 ofc ( (EI8D , [09] *5J:t^ C^l ID ) - it^^'No. 30)1 mg/kg 

^l4lliia:®^l^lHl|gCtt54!li«lMSnfc. HlC. 'fb'&il^No. 3 <^ 3 mg/kg 1 B 2 

15 1 CD iZ^T, 



20 



25 
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(mg/kg x2. 
p. 0.) 



0 (0-24 



Bfe 1-2 (24-72 B?frBl) 



(^l^ffi * 



0. 5!KMC 
Cpd. No. 3 



0. 03 
0. 1 
0.3 
I 
3 



4/4 
3/4 
3/4 

0/4 
4/4 

2/4 



33. 0 
24. 8 
26.0 
0 

71. 8 
6.0 



5.0 

14.8 

11.2 

20. 6 
4. 5 



4/4 
4/4 
4/4 
4/4 
4/4 
4/4 



354.8 ±18.6 

245. 8 « 34. 3 

222. 0 * 20. 7 a 

209. 3 ± 14. 0 "J 

108. 0 ± 9. 6 b 

145. 0 a: 50. 5 •> 



(ng/kg 
2. 



(0SLQ-2jO-7mK) 



mm 



0. 5SSMC 




387. 8 




21. 2 




6.2 


± 


0.5 


63. 3 




1. 2 


Cpd. No. 3 


0.03 


270. 5 




43. 7 




13. 4 


± 


4.9 


50. 8 


± 


7.3 




0. I 


248.0 




10. 7 


a 


13.3 




6.3 


54.8 




6. 1 




0.3 


209.3 




14. 0 


b 


34. 5 




3. 4 b 


31. 1 


± 


I. 9, a 




1 


179.8 


± 


Zl.O 


b 


3. 4 




1. 1 


64. 8 




2. 2 




3 


150. 8 




53. 1 


b 


25.8 




10.7 


40,9 




13. 9 



( aKO. 05. ^> KO. 01) 
C^l 03 



(fflg/kg 
X 2. 
p. 0. ) 



a sc 0 (0-24 mm) 



•y 



1-2 (24-72 WW) 
W-yhSlt/K iBiia:0& 







5/5 


66. 8 :t 20. 2 


5/5 


323. 8 :t: 34. 6 




I 


5/5 


70. 2 ± 25. 2 


5/5 


327. 4 ± 88. 8 
















3 


4/6 


27. 8 ± 13. 1 


6/6 


221. 7 ± 62. 9 


















(mg/kg X 2, 


p. 0. ) 






mm. 








(B» 0-2 : 0-72 B^ra)- 
























390. 6 :t: 30. 2 


7. 3 :!: 1. 6 


62. 4 ^ 2. 4 




1 




397. 6 * 72. 0 


8. 7 0. 9 


56. 5 ^ 2. 6 
















3 




249. 5 A 74. 2 


15. 7 d: 5. 6 


44. 2 ±: 8. 4 



^m:^mm mm26) 
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c^i 1:1 



Wk-g-^JN o . 3 © 1 B 1 IhIS-^] 







B» 0 (0-24K5fffl) 




1-2 (24-72 Rpffl) 




(iDg/kg. 












p, 0. ) 


H a/lit 




















y :fc 














0. mc 




4/4 


109.8 ± 


19.6 


4/4 


347. 8 ± 74. 6 


Cpd. No. 3 


3 


4/4 


56.8 ± 


18. 4 


4/4 


209. 5 ± 23. 6 




10 


3/4 


19.0 ± 


ILO b 


4/4 


120. 5 ± 5. 0 a 




mmm 
























mm. 




p. 0. ) 














457. 5 * 73. 6 




4. 1 ± 


1, 4 


67. 3 ± I. 7 


Cpd. No. 3 


3 


266. 3 ± 20. 6 a 




7.8 ± 


1. 1 


61. 2 1. 2 




10 


139.5 ± 8. 3 b 




16. 2 1: 


5.6 


51.4 ± 7.0 a 



( a KO. 05. b /^o. 01) 



it^^N o . 3 © 0. 1 ing/kg£A±S 1 B 2 SilSDlg^-r-S d t tCcfc 0 , ->xy 
l^mtt: «Wlc fCffllM $ tiyj:. 

[Coat. (D^i!t$^fcttPBl!t|5]»] ^ 100 («) 



(^IJ26) 
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C^l 2] 



[1 B 2 mmo^-^coi^m] 



(mg/kg. p. 0. ) 




^ 24-'72 mm) 


»o-72 mm 


Conl. (0. SXMC) h Bl/kg 


BgUilEiSc : 33. 0 [Bl 


m^imWc : 354. 8 (e1 


PBotlHlia : 387. 8 0 


Cpd. No. 3 


k). 03 


25 X y^j 


31 at 


30 X 




21 % 


37 « a 


36 X a 


jO. 3 


100 « jVS 


41 % b 


46 SK ^> 


■1 

; ......... ...... 


0 % NS 


70 5^ ^ 


54 j; 


13 


82 NS 


59 !^ b 


61 JK b 


Con I. {±mAm. p. 5 ml/kg 

m) ! 


PgPtSI^ : 66. 8 [Hi 


Ulidilsll^ : 323. 8 M 


vlUilHlSSc : 390. 6 (§ 




1 


0 X yV5 


0 % NS 


0 % NS 


3 


58 % NS 


32 % NS 


36 X /V5 



(ap<0.05. bp<o,01. NS: Mth^6<}W.^llJ^L) 



C^l 3] 



[1 B I mmn&^(Dfelim 



Oitg/kg. p. 0. ) 


m: 0—24 


m 24-72 mm) 




Cont. (0. 5XHC) !l ml/kg 


ESti:[5ll^ : 109. 8 gl 


PlP±IiI«: : 347. S 0 


nittlElS^ : 457. 5 E 


Cpd. No. 3 is 


48 % NS 


40 % NS 


42 X a 


jlO 


83 X ^> 


55 X a 


70%^ 



(ap<0. 05. bp<0.01. /V5; i8£tf^figWjtM7S:L> 



y h K« 2. 5 mg/ral/kg ^i^iftl^I^S^ L;t. {b^i^N o. 3 . ^>^>± 



mmx.mm (mum) 
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-fk'&tjNo. 3ito.^%)^5^ji^±)un~xmm\zmmL. i^mi kgi^fcoo. 25 

BtFa^tmiTS-J^-iS^ti, Dunnett test (Ccl;0S*fl8P<i:O|g^i^tf^*f Lfc. 

MWmP^\ZUBVftmf±\t \ 2. 3±0. TST^ofc,^ V hl/^-fe— b(DBlP±«ft; 

■S^TOPtFBlf^^^tC^Si&LTS:, Sfc, :icDPSiitfifb-a^feNo. 3CO10ing/kg 
TSf^^i&(cWJ^ti;t. i^^^ CHID iiJ^n C^143 Jc^f. 
C^l 43 

M fc-f^? 0 BiBc 1+2 ^ft-gfc (B#^. (Btra. 

(me/ Sc/K (0-24 (24-72 ^PdJ) (0-72^ W-i^m± ¥*5fiS± 



0. ssrac 




3/3 


0. 


7l: 


1 1. 7±0. 9 


12. 3±0. 7 




25. 3*1. 5 


44. 0*1. 7 










0.3 












Cpd. No. 3 


0. 01 


3/3 


0 


b 


4. 7=1=0. 7 b 


4. 7±0. 7 


b 


33. 8*4. 8 


21. 8*5. 8 a 




0. 1 


3/3 


0 


b 


3. 0*1. 0 ^ 


3, 0*1. 0 


b 


35. 7*7. I 


15. 0±8. 0*> 




1 


3/3 


0 


b 


3. 7±0. 7 b 


3. 7*0. 7 


b 


46. 7*8. 7 


14. 4*6. 1 ^ 




3 


3/3 


0 


b 


I. 7*0. 3 b 


1. 7*0. 3 


b 


45. 5*3. 3 


6. 4*5. 9 l> 




10 


1/4 


0 


b 


0. 3±0. 3 ^ 


0. 3*0. 3 


b 


66. 2*5. 8 b 


0 b 




10 


3/3 


0 


b 


9. 3*2. 3 


9. 3*2. 3 




28. 6*3. 9 


27. 8*2. 7 























( aK0.05. b KO.OI) ' _ — " 



mmx.mm (mm 
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1 B lm^^^^■^^^:lt^zJ^Dmi]■^n^:lttm'bt^ht£'Dft. 
1 5 D tc^-r. 

CSl 5] 

[1 s 1 mmnm^(Dm^i 





Cmg/kg, p. 0. ) 


(tflXS-^^ 24-72 NfW) 


(rnis-^m 0-72 mm) 


Cont. (0. 5XMC) 


1 IDlAg 




DB^idliBc : 12. 3 im 


Cpd. No. 3 


0.01 


60 SK b 


62 b 


0. 1 


74 % b 


76 « b 


1 


68 X b 


70 » b 


3 


85 X b 


86 « ^ 


10 


97 ^ 


98 « b 




10 


2) X MS 


24 ); y/5 



(bp<0. 01. NS: SEtf^6«JWitM7ilx) 



m 

— SI6~7Il(Z)mfi:7a:U'y >(1. 6—2. 0 kg)$fflU/co ^rJUt^^^ao. 3 rag/O. 3 

ml/kg ^^TS^brco ^;vb^-^-^ 2. 5 mmmzii^Mom^mmzmm^^^. 
^<D 30 ^mfci^b^^N o . 3 ^wi^mma^^Lr:io M?mi^hmm\z. m^-^ 

rx-m^mmaist^vrc. :t>y>±hn>(DMmmmzitm^yx'±m'km.m 
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^m.mii^M\ kg^fco 1.5 iDi (75#j^T)EDi?^-¥Lfc. mv±.(Dmi&> i^mmat 

Dunnetl lest ^S^Hl / lest iZ^OI^M^tOM^mmM^Vrc, 

^^Rzfmm-^-^ti'enzi. 9±5. 2RtX3. 6±o. ? mT^-^fc. j:o5^n±#Rtx 

JSPittft'&'^N o . 3 © 1 mg/kg OiiSPlS-^-Cjfll^J^Sl^^^U, 3 mg/kg "CWlt 

10 tt«ItI$n/J:*^^?S:. SllJt^S^Sr C01 2] , CEIl 3) , C^l 6] 43<fcCX 
1 7 ] Jr^t". 

mi 6] 

















(mg/kg 












. p. 0. > 






















0. SXHC 




7/7 


31. 9 ± 5. 2 


3. 3 ± 0. 3 


a. 0 ± 1. 5 


Cpd. No. 3 


1 


4/6 


18. 3 s 7. 0 


12. 3 <: 5. 6 


5. 5 ± 1. 9 




3 


5/6 


6. 8 « 2. 6 l> 


10. 5 ± 3. 9 


2. 7 ± 1. 7 
















(iDgAg 












. P.O.) 






















0. 5XMC 




7/7 


3. 6 ± 0. 7 


3. 7 * 0. 4 


S. 6 ± 1. S 


Cpd. No. 3 


1 


4/6 


2. 5 ± 1. 0 


13. 3 * 5. 4 


3. 8 d: 1. 9 




3 


1/6 


0. 5 * 0. 5 a 


25. 8 * 4. 2 b 


I. S * 1. S 



( a KO. 05. b KO. 01) 



20 
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C^l 73 

.P.O.) Ufc7xl^-yh 81^) (». Vi^ffi± S^PISII) 

^ ^m^m 

±mfLi&Wi - eTi liTTTTs 5. 6 ± o. 9 3. 5 * 2. 4 

:t>5^>-fe 3 5/6 17. 2 * 6. 4 8. 8 * 4. 3 5. 0 * 2. 3 

. P.O.) /s:7iu«yhS!c mm) (.^. w-mm* mmf^m) 

mmmm 

±mftW& - sTb 2. 2 :t 0. 9 8. 7 ± 4. 3 2. 8 * 2. 5 

:*->^>-t: 3 5/6 2. 3 * 1.2 9. 2 ± 4. 2 3. 7 ±: 2. 6 



— p 3~5 isot*-^;i':^(8. 8-14. 5 kg) ^mmo)mmt!i< m^^t:^. ^ 

10 0. 3 mg/O. 03 ml/kg ^^T^S-¥bi^c. ^rJUt^^K-^^ 2. 5 B#r«1MJ3ij>«(^>i9<Er®ltJ 
15 ^ito 

1 kg^fco 0. 5 ml <Dm^r'moi9i-^vrz. m^<Dim^. mmmnt 

20 ^T©^rp1(^Bt)Rt/»ISfl±Ai^3^UT^^b^Tr-&^-trmrp1lCg3T^T'--:5'«. 
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Dunnett test^SV^»/ usWzXOMmmtoym^mWrM^iyr^o 

2. 2±0. 5[ElT*-3}t. Zl©PEI!±«{b:-&!^No. 3 © 0. 3 mg/kg (D^lP^S-^TW 

1 9) {C^T. 
(^18] 









OSO±[HJiSC 






(mg/kg 












, p. 0. ) 
























5/5 


2. 2 ± 0. B 


5. 6 ± 0. S 


]. 8 ± 0. 9 


Cpd. No. 3 


0. 1 


3/3 


1. 0 d: 0 


8. 7 ± 1.2 


0 




0. 3 


1/3 


0. 3 ± 0. 3 a 


22. 0 * 8. 0 a 


0 




1 


0/3 


0 b 


30 ^ 


0 



( a KO. 05. b KO. 01) 





(ng/kg 

. P. 0. } 














4/4 


3. 3 0. 9 


4. 5 £ 1. 2 


1. B :l: 0. 6 




1 


3/3 


I. 7 :b 0. 3 


5. 0 ± 1. 0 


1. 0 i: 0. 6 
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[Cont. WSttg^fcttiBBtlBg:] - Ut-^^K o . 3 &^W}^<o^f±i^it\tm'±mm ^ 

[Coot. <DtBttt^ftitm<±SiSii 



C^2 0) 









|(iDg/kg. p. a ) 






Cont. (0. SXUC) 11 ml/kg 


^0±^lH]i% : 31. 9 IH] 


mi±mm : 3. 6 m 


Cpd. No. 3 !l 


43 X NS 


31 X iKS 




79 X •» 


86 % a 


Cont. imm-^mmn. 5 ni/kg 


SSt€lHl?8c : 19. 5 [51 


: 2. 2 [3 


:t>^>±ha> i3 


12 X yvf 


0 % NS 



C^2 1) 





(ng/k£. p. 0. ) 




Cont. (0. 5XMC) 


1 ml/kg 


mfftm^ :2.2m 


Cpd. No. 3 


0. 1 


55 % NS 


0. 3 


86 » a 


1 


100 % b 


Com. (^m-kWi^ ■ 


0. 5..J?l/kg 


P|Il>l:lsIS!i[ : 3. 3 im 




1 


48 % ffS 



(a K0.05. b p<o. 01. NS: mn-^^mMm^O 



10 *JS0>J6 •1*5?fCi5tt'5'*'*g'tt(iithlS^o^7 5 Hil^i*Pi§[ti:tOTSiSP^#L 
1 mg/ml/kg ^^Tix-^-L^, n^^s. 2. 5 Ptr^1gtIlc:iJ>SOlI^i?i#)tm^ 



wo 00/32192 



241 



PCT/JP99/06S69 



mmRz:^mat^mm LxHi^io^T-r^^X'^mm izmt^T'-^u, Dunne 1 1 
lest \zj:r}Mmmii<Dm^mB^mmLfto 

^rMSiiKlTfaD'^^S H«:#^0. 73±0. 04R$|yi(^i^ffi±;^fji^||)j6i^OEia: 

10 A^s&^o. ^(omm L smmmm^x^^otirc, 3mm(om^m^p^\zmfsvk. 

Pglifcfi 10. 0±0. 6 lElTf^ofc, CKDBSPtWb'&JteNo. 3 CD 0. 03 mg/kg £^±0 

mn^^-v^Mizmm^n. lo mAg-c^±\zmm^tirz, sfc. :j-d4^v> 
(D 0. 5 mg/kg ;i i: t ct 0 , zL(Dmmtm^^:^izm\^nrzo 

— :^>y>-fe Sp>cd 10 mg/kg $«iaS^LTfez:cDPlii±{ijqi$!|$n;a:;6'> 
15 ofc. S'J^SSH^ [Ell 4] , C^l 5D 43<J;CX C^2 2] tC^T. 
C^2 23 

P.O.) -f5tlK |g> (BSIBJ. ipig ®* ©IflSS 



0. 5%MC 
Cpd. No. 3 


0. 01 


3/3 . 
3/3 


10. 0±0. 6 
8. 0«2. 5 




0. 73±0. 04 
0. 74±0. 07 


]. 56:t:0. 32 

I. 24±0. 21 




0. 03 


3/3 


2. 0±0. 6 


a 


1, 08±0. 11 


0. 44±0. 22 




0, I 


2/3 


2. 7±2, 2 


a 


1. 98^0, 55 a 


0. 59±0. 59 




1 


3/3 


3. 3±L 2 


a 


1. 25^0. 35 


0. 68*0. 34 




3 


. 3/3 


3. 0±0. 6 


a 


1. 63±0. 34 


0. 38*0.13 ^ 




10 


0/3 


0 b 




3 b 


0 b 




10 


3/3 


9. 7±2. 7 




0. 50d:0. 14 


]. 30*0. 11 




0. 5 JDg/kg 


1/3 


0. 7±a 7 


b 


2.61*0. 39 


. 0. 01*0. 01 b 



l.v. 



( a KO. 05. b KQ. 01) - ~ 
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[Com. g>Si±^^fcBiili»t:l§l!Bi:]- [fe^ftNo. 3»-»B!ife<PgRt#^fca'BittlB]&] ^ 
5 C^2 3] 





(mg/kg. p. 0. ) 




Cont. (0. 5XMC) 


1 ml/kg 


ngttlsl^ ; 10. 0 0 


Cpd. No. 3 


K). 01 


20 % NS 


p. 03 


80 S5 a 


0. 1 


73 S5 a 


1 


67 X a 


3 


70 95 a 


10 


100 % b 




10 


3 X yi^5 




0. 5 mg/kg 1. V. 


93 % t> 



10 No. SOfPffl 

>\t 0. 1 mg/ml/kg ^^TO-^L./c. T^^r^U^^- >ia-^ 2. 5 B#r«lMfCij>acog|^ 

1 mm^^i^^^rz, - ~ " 

it^^No. 3itQ.5%^^JV-t)VU'-7.mm\zmmi'. mi kg^itOl mi 
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•x-iJ'tt. Dunnett test t^ck 0^Rg|^iO^S:©gfhj?ft>f 

M8gib«^TttT7i?^ju:7^' >S4- 4. 2±o. 0 i^mw-i^m±mmmi)ii^^vmL 
mm± 12. o±3. 6 m-v^-oit, ^rcmiaiti'fb&j^N o . s 3 mg/kg T«]®jmtS] 

SrS^L. 10 mg/kg Tlr^tCffll^J^nrc, MtC. -fk'&^jNo. 3 ® 1 0 mg/kg ttPE 
lOmg/kg ^iSP^-^L.Tt)Jl©Pii±ttWJ$ti;tc*^ofco CHI 6) , 



C^2 4] 

















<ing/kg. 












p. 0. ) 










0. 5JI5MC 




3/3 


12. 0^:3. 6 


4. 2d:0. 0 


28. 2*12.0 


Cpd. No. 3 


3 


3/3 


6. 3±L 3 


7. 2*0. 6 


12. 0*3. 0 




10 


2/3 


1. 3*0. 9 b 


27.6*13. 8 


L 2*1. 2 a 






3/3 


13. 7±2.4 


2. 4*0. 6 


22. 8*3. 6 















( a?<a05. b KO.Ol) 



ik'&i^ No. 3 O-r 5? *5 S TTj^qe^P^^- >g|^f4PBi±«J$fJ^ ^ OTJCS^T. 
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[^2 5] 





(mg/kg, p. 0. ) 




Cont. (0. 5%MC) 


1 ml/kg 


PSMSgC : 12.0IH1 


Cpd. No. 3 


3 


48 a; Ns 


10 


89 si; b 




10 


Q% NS 



(bp<0.01. NS: Sgtf^a^^fi-itMfitL) 



SHi^ail/u/ h (0. 8~1. 6 kg)^fflVifc. >'Xy^g^>filO mg/10 ml/kg 
]i$f*3^#U?t. ->;^:/^g^>S# ao^^^MlC'ft'&feNo. 3 (3ing/kg) ^J:u:^> 
;S'>-feha> (0. OSmg/kg) ^^PiS-^Lfc. Mmmm'bmmiz. 0. 5«(W/V)pc^ 
10 JU'\^JUa—X (MC) ?§^*:MniS-§^b7S:o ^Bt^^JJ^I^BEHiiOIII^fii^xy^ 
180 5^^^TlS^fc. MfrSifi closed-circuit h*5=-':^BB^->X5^A 

Dunnett test {;:<k<9^HaS¥<i:0|l^i^th/§?;&fb;*t. 
CSS*] 

USttti 116. 5±22. 5 (HlT*t)fc. ^iro^afc^RD^iBlltcDlEliBcti. -fb^i^No. 3 

(3 mgAg) i::^->a^>-khP> (0. 03iDg/kg) t(omm\z^K). mM\zmm-^ti 
ft mi 8} , 
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mmyx-l-y h 0.2-1. 9 kg)*fflVifc. v^xy^?>ti5 mg/5 ml/kg SrlSlI^ 
P^^-^VfCo ft^tJNo. 3 (3ing/kg) :fe.ttJfx=^^1tpt^V/> (Img/kg) 

0-7; (Mc) mm^ma^-^Lrzo zyT.zf^'^y^^ms i~4 4ii#K(7>i 3 

closed-circuit IfT'^JH^v'XT^A-eiE^U. SIS^ili^TmJc:4}-*f ^nt# 
*5J;tJCP|aia:l*{rK-rS7*-:$'tt, Ounnett lesl iz^K)Mmmt(Dmi^mtm^ 

10 C!{Sm) 

*fRai!r#i-rnv'x;/^5^>©-^^3 i'>'4 4mm(D^^^:BLUmf±mmt 

74. 0±20. 7|pIT»t3fc. -fk'&^No. 3 (3mg/kg) «h5^4^+J-:>t:$^^/> (Img/kg) 
CWIS:^*^^.. Mc^Stj-^v'Xy^^^^l^^tSilMi'lKifcH^b'&feNo- 
IISS«?iJlO $|J^^^^>'X7'75">^Cci;^^.Mlih^c:*^t- -S^b-^ifelNo. 3.^ 

20 i6'l47aiU'^y 7--2.0 kg)Sffllifc. >'>^7'75^>ti 10 mg/lO ml/kg 

J^>3iS-^Lfc. 'fb'&2g!JNo. 3 (SmgAg) , :t>y>±hu>{SS.{i^w/V.g)^^n 
^^^^i^^J> (Img/kg) S>';^:/7^>S#30 55'«5l3i!SP^-^bfc, 

feisiiHt, 0. 5!i;(wA)pt5^;ni;i/D-x (mc) ^?K*MP©#bfc. iy7s':r^j- 
>ist^^ m^mo^i±^^^rsm^t(Dm^^mLf^o mmnmu ciosed- 

25 circuit t:*-5='::j-|B0l'>X7"AT?Sa©b. mH^mrmz^^Lfto ^St^^SckCXPS 
nt^tcgg-rSx-rJ'tt. Stadenl's I test \zJ:.Kinm^t(Dm^m^mUii^ 
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0.5%MC 


4/4 


207±51 


3 drugs 


4/4 


44±18* 


wimm 












0.5%MC 


4/4 


20.3±1.7 


Sdriigs 


4/4 


5.0+1.4'" 



3 drugs ti^b^J^No. 3. :t>^>-fe h n >i5iDt^:^^-yp<.iS' y>^^T. 

6 

m&yj^Uyhil. r~I. 9 kg)^ffl(rifc, 5^X::^^5^>ti 5 mg/S Ml/kg 
(^K#Ljto fb'&^JNo. 3 Omg/kg) , :t>^>-fe hnXO. 03mg/kg):feJ:t/:5^ 
15 =^^-tJ-pt^^r/> (ImgAg) 2:vXy^5^>S-¥30 5i-^{c:jiiP©^L/S:, S*MK|i^>b 

isi^ic. 0. 5!i;(WA)^5^;H2;i'D-;^ (mc) mm^mn^-^Ltz, ->7;^^5=-> 

tfilifJ closed-circuit \f.^:tt^B'^X'rh,-VUmv. ^ili^Tmfc^^LTt. 
^^^i^^-am!±mz.mr^^—'^\X. student's t test tick O^r^StCQM 

20 ^mtmrni^ti. 
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n ^ CO n @ 

1. ^ 




c^^. umii. s^ii^mm. — x — y<<hUT-N=c<. -co-N<^rcit 

n{il;iViU6CDSt|gtS^T. ) 

15 

(1) ADy>lg^ : 

(2) (i)h Hn=^^i>;P^. (ii)C,_gT;Un:^->'S. (iii) Ci_gT;Wl'^:^ 
^. (iv) T5yS. (v) C^.^T-^JUTSyg. (vi) t> )V-^s^'^)Vm, 

20 (vii) nhnS, (viii) =EJ -y.\'i.i>-C^_^r)V^}VT^/&. (ix) ^r/ 
-Xtti^-Cj.gi/^'PTJP^Jl'TSyS. (x) C6_ioTU-;U75yg. (xi) 
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10 (7) Ci_,T->;uT5ys. 

(8) C,_3Ti^;P:f=^->S. 

(9) t Ha=^^->;i/». 

(10) -has. 

(11) ->7ys. 
15 (12) T^ys. 

(13) ^:y-XHv-Ci_6 7';i'=1r;l/T5y^. 

(14) Ci_eT;WUTg^$nTViX'feJ;Vi, ^^P^^4Ji^lC^^m^43 J;tJ^ 

20 (15) c,_8 7;p+JU-*;ujKn;uT5ys. 

(16) Ci.eT;u^;u-x;L'3f:-;i/T5 7S. 

(17) C ,_^7)\^n=¥-^-ij)\,7t^-)]/^, 

(18) ;«j;i/5j^^>')PS, 

(19) C^_^7)V^)V-^}Vi!^:^)V^. 

25 (20) ;*;;wt^r-i';us, 

(21) ^y-x«>^-c,_g7';u4^;u;«j;i/A^:<;i/^, 

C^_^7)V^)VX)Viis=L)Vm ~~ 
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(1) AD^>M^. 

(2) (i)bKD=^^i>;i.S. (iOTSyS. (iii) (iv) 

□ S. (v) ^/-XJt->*-C,_67;U4^;UT5/S. (vi) C^_^7}V^)U-tl 

(vii) Any>M^;!)ie,S«tlfc 1 ~ 5e<7)gifeS^W 

(3) AD'ir>'fK$nTtiTt>cfcl.iC,_6Tjm^^->S, 

(6) Cj_,7v;vr5y«. 

(7) Ci_3 7->;U:t^'>S. 

(8) t:KD4^>';i/S. 

(9) -hoS. 

(10) '>7Jm, 

(11) 75/^, 

(12) ^y-xt±5^-c,_6 7Ji/=^^;uTsys, 
®'^^*l?^iT J; 5—9 m.<Dm^T s / 

(14) c,_g7;u:^^;i<'-*;pjK:n;P7 5yS. 

(15) c,_e7;i/^^;i/-x;i/3j>-;i/7sys. 

(16) c,_5t;i^3^>'-;^j;1';}^-;i.s. 

(17) iJJl/Tlf^^v'Jl/S. 

(18) C,_^7)l=^JUt})Vt^=^J\^m. 
(19) 

(20) ^y-xf±>^*-c,_eT)P=*^;u;t»;wt^'f 

(21) Ci_a7;p^jp;^;U7l^:i;PS*«taf . 

(22) :t=¥'jmf)^^mitn^ itj.\^^h 4m(Dmm^-T^mmtini:\^>xh'^i^Q^ 
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^ 1 tlT^cU b 3 P^tJ 5 ncUb 9 MO#^7f#i^^g^^Sfcfi(D 3 Ul,^ bio*© 

5 Big** 

(1) APy>M^, 

(2) (Oh h*n^->;US. (iii) *;i'7j?4^>'JU», (iv) 
OS, (v> ^:y-X«i?-C,_67;U=^;U7'5/S, (vi) Ci_eT;wu-* 
;i.7j?-;U:^-:^ii/»*5J:tjc (vii) /NDy^M^d^e*^^^!?^: 1 ~ 5®©smS&^ 

10 LXV^Tt>J:ViC,_8T;i/^;PS. 

(3) An-yMb^nxi^^TferfctiCi.eTJUrr^^^i^X, 

( 4 ) /\ >{k$ tiTt^T ct u c J _ g yjv^^jl'^^m. 
<5) Cg_,„TU-;us. 

(6) Ci_7T'>;i/T5ya. 
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